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^-v : 2/E 



tbiE#2 0 0 4-3 0.6.1 5 3 4 

i 



0 0 3-4 0 5 0 8 6 v : 1/ 

TIB— ^ (I) t^$H*^>X7 5 Kft&flCZ.tt-e-<aig 0 
[fell 




Kb 2] 




1 2 OMt^ L < t4 2 tlAfn^fi, 
^•*i-*3»JI»4- 1 2 0#^L<(±2^^7 : -n^ > 

R'-R 9 : IWj-XfiH&oT. tKSEBR^, ^ny>^ fiftr/i"*/!/, ^n**>g&& 
»7fl'*/K -OH, -SH> -0-fi*7A'*/K -0-f&*7;v^;v-N H-lSg^i^K 
-0-©*7;V*;i'-N({&*7;i'*;V')2> =0> -NH 2 , -NH-fttT^+JK -N(i&*7 

;p^r;v) 2 > -S-fl£*7;v*;v> -SO-M7^^f^ -S0 2 -tt7^^;K -CN, -C 
00H, -C(=0)-0--B*7>l'*>K -C(=0)-NH 2 > -C( = 0)-NH-feR7^;v 
, -C(=0)-N(fi»T^*n/) 2 , -NH-C(=0)-fg:^T^^;V, -NH-S 0 2 -fijRT^ 
^r^K -SO2-NH2, -S0 2 -NH-M7;^;k -C(=0)-®il7^;K -N0 2 Xli 

R 10 : **JK^F> Iiifil7JV^f;K 

R U ~R 15 : m-Xitm^-oX, ykmm=F, Any^, ®ft7;^;K Any^ti 
fijRT^*^, -OH. -0--fi*7/l/*;K -S-lSftT^'*^ -S O-MT^^K -S 
02--fi*7/i'*;K =0. -C(=0)H> -C(=0)-M7;v*;K -C00H, -CN, - 
NH2, -NH-1B;*7;V*;K -N(«T;v^^) 2 , -C(=0)-NH 2 > -C(=0)-NH- 

M7;i^;k -c(=0)-N(©*7;Hr;v) 2% -c(=o)-7V -;k -C(=o)-nh-t 

U-ZK -NH-C(=0)-fil7**^ -NH-C(=0)-fe|7'J-;K -NH-SO2-® 
*7^*;K -N(«7J^^)-S0 2 -it7i^;K -C (= 0)-0-<£*7/n¥/K -fi 

-N(fiiRT^*;l')2, -\%MiC7fr* VV-TV v^07m 7V-JK -(n, s 

i4-12^ff«L<fi2f^fni) > -IB* 7 (N> SftlfO^feft* 

S£J: 0«^$*LS l®3U4 2®£ULO^-r nl^i 1 -4 8k 4 - 1 2 <D%. 
W&L < }4 2^m^-fn^) % -C(=0)^(N,-S2lO r O*»fe**#J: 1« 

ffifiEif^ 20 0 4-3 0 61534 
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^-v : 2/E 



2 a ja± O ^ f-.n JR^f. Sr l - 4 4 iMUfe 4 - 1 2 L < it 2 Sjt^ ^ 

rnSK X(±-C(=0)-NH-(N. S^^O^fb &£S£i 1 «Xli 2 « 
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TO* 

[&«#») 

•[0 0 0 1] 

§C*^y>mVRl (Vanilloid Receptor 1) ffi^kfflJftU 

^i£?F** fi ^ >x ^ KWWCXtt*©*, moHlKBt*. 

[0 0 0 2] 

c **) * * ^ v v r i * ©ttft-t zztKxvm* ZMM-t & o 

i£i2?*"^ 5 '^5* 1 CNature 389: 816 "824 (1997)], Ca'*jS*tt«>ttv>MB? 

*lft*tt (ynh» ***c*oT*«ttfl;3*L* 0 ATP*** = *' 
^ililll^llI^tCftfflL, *^*y^*c (PLC) mmt- 7ut-4>* 
±~VC (PKC) J&teffcfc^LT, VRl»tt*|fl»LTV>*£fcfelB&*i:frofc„ * 

jy©*jea«k3&»«SLTV>*ifc^^nTV>« [Nature 405: 183-187 (2000)1 

*W-»iiVRi *Sttflsi-*cii:fcj: t)mz>zmte-rzi!)* ilfiDiffiMri 

»«^WS»tt*^-t^t^ftli=,it-CV^[J. Pharmacol. Exp. Ther. 304' 56-62 (2003)1 

+ * «*I R i22; flI 2 ,0fW8 * * wMtt**^***** * 1 

[0 0 0 3] 



[ft 3] 

tbSE# 20 0 4- 3061534 



#02 0 0 3-4 0 5 0 8 6 ^- v : 2/ 

v7/|^ RstivTy, tFo^y, T5/l££, R 9 t±^u y >w>=F> ->7; 
10 0 0 4] 

[it 4] 



R 7 



R V X 

<jA> 
Y 

(5£*K Q{iCH3UiN&, Yl±W&i-7 ?V>*. R 6 (iTlc^TXti^ R 7 ti 

^f»±^##JSo ) 
[0 0 0 5] 

[ft 5] 




(R 2 ) 



X 


Y 


N 


CR 9 


NR 8 


C(R 9 ) 2 


CR 9 


N 


C(R 9 ) 2 


NR 8 



J:v»T/Hr>K Ti^^v'Xli?!^^^, q, r XQf s f±&* 0 ~ 3 R 4 3tU f R 5 

ti TfcfStJ®^ r ;v * »± R 4 x V R 5 k & o r JI T- £ # ^ J&flS 1" * ^ t u sr 

l&WFJCffi 1 ] BH^n« 0 2/0 8 2 2 1f;O7l-;l> 

gBfc&W»0 3/0 1 4 0 6 4^t>7I/y h 
[#H\fclR3] TO&BMSO 3/0 6 8 7 4 9^>7P? h 

[0 0 0 6] 
[0 0 0 7] 
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^-v: 3/ 



*»«t«tt, 'O-tf^at^TS KiBt^Sr^tT'DSR L < ti 2 3£^&ft*3§St 

rnf) t"H^-r*CifcSr#at1-s, TIE-JftsS: (I) ^£ ft Mt 

#S&9H±, TIB— jB&t (I) •e^$^x^'fb^S.y f -€-<7)*ll'M-r^o 
[0 0 0 8] 
[ft 6] 




(I) 



[ft 7] 




DSjt RffEiiH-XliJI^ot, mSI^ t < (± 2 8*&Jfeft;fc*3k Xt±N, SRVO 
1 2«fL<li2i|^Afn^fi, 

GMl N, SRVO *)M®.2ti2> 1 UX& 2n&±<D^r njg^fc 1-410 

a"*-*** SUES 4 ~ 1 2 0fff Kl^f^Afnf, 

R 1 ~ R 9 : Pl-Iiil^ot, *3?JK3F\ ^ny>i^ ©jR7/i/*;k ^nr^asi® 
0t;v*;k -oh, -sh> -o-iftiR7/Hf>K -0-M7;H^-NH-iliR7;^;K 

-0-fil7;^^-N(ftH7;V^^) 2 , =0> -NH 2 , -NH-tt7;V^;K -N(fijRT 
;i^;v) 2 . -S-fijRr/M^/K -SO-fii7;^;K -S0 2 -ftir;^;K -CN, -C 
OOH, -C(=0)-0-«7;v*;k -C(=0)-NH 2 > -C(=0)-NH-fii7;V^fJl/ 
, -C(=o)-n(Mt^^;v)2> -NH-c(=0)-ft*7/i'*/K -NH-S0 2 -M7;V 
-S0 2 -NH 2 , -S 02NH-ftjR7/K*/K -C(=0)-lt7J^JK -N0 2 Xii 

^iMAfni, 

R 11 — R 15 : ^-Ziil^ot, ^n^nc^ fiS^/i/^/K ^Dyvt^ 

M7;V*;K -OH, -0-ft*7/l'*/K -S-ftSfc7/l'*/K -S0-M7^^ -S 
Oz-\mkT)\y^)V, =0, -C(=0)H, -C (= 0)-fiifftT/l'*/K -COOH, -CN, - 
NH 2 , -nh-®»7/h*/k -N(MT;i/#;W 2 , -C (=0)-NH 2 , -C(=0)-NH- 
Mt;p*;k -C(=0)-N(Mt;i/^;>) 2n -C(=0)-7'J-;k -C(=0)-NH-7 
-NH-C(=0)-fift7JH;K -NH-C(=0)-ii7'J-;K -NH-S0 2 -fg; 
»7i^;K -N(ftH7;K;v)-S0 2 -tt7^*;K -C(=0)-0-fiH7^^ 
^7;i/^i/>-0-IH7^^;K -ft»7;w*^-NHHB;iR7-/i/*/K -tt7;^P> 

mtiE#2 0 0 4 -3 6.6 1 5 3 4 
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^-v : 4/ 



RV*0frh%&&£ t)M#lZM liXli2SJil±(?)AfD^ 1 ~4ffl^i-^^M 
^4 - 1 2<7>#^t < (i23t^-rnSjtK -MT^* V (N. S&^O^&.S 
^J: *)^R£;fx& lIXl4 2tJ^±OAfnl^^ 1 - 4m&m-?2>mMWl4 ~~ 1 2<7>Jjl 
^L< f±2^^-rn3S) , -C(=0)-(N, S%.rfOfrb*&&£ ^M^Sn* If 
X«2®^±<7)^xnii^^ l~4ffi^i-^,^M®:4~ l 2(7>#^L< (±2itm^-r 
n?t), -M7;w*l^-N(MT;v*;v)- (n, S RXfOfrb%Z>W X *) MW.ZtL& l 
«XJi 2 WJ^UiO^xn i ~~ 4 lii§r>£i-&SitJlifc4 - 1 2«fL< fi2Sj!^ 
■rvm)_, Xli-C(=0)-NH-(N x SS^O^^^^Pct lttXI±2t» 
±<D^7-uM^£ 1 ~41i^H-&3itJi$:4 ~ 1 2<7)«^L< f±2^^^rn^), 

c^tc > mnz&m%L<te2m&^Tumz^ti?'ti^vy>m. : 3 L , M7;i^;k -o- 

[0 0 0 9] 

^HW'fb^ti, mtitzxyy-j ->^§#vr lrStt-fbWfJM^^ri-^ii:^^, 

[0010] 

nr;v*;t^ C4-sv?n7J^-;i'S, XtfS'* nr;K)^L < n7;vt 

rrU-^J tUli, jf* L<fct^3Sf!!b&*6~l 41«7V-m>), SKflPSL 
<[i7i-;^0 f t7f;vMs o 

■r n^T-Sr 1 -o<£A,X^T i> «£ 5 ~ 8 Affiftg L < l±-«U^i^rnit^ 
. *?3:L<f;J\ t'n'J^^ fc?^i;y-;i/, ^7y;;K 7-fcV<?^;K ->*T-feV\'-;i^ 

[0011] 

TN, S&tfO^&fcfcSJ: OSI^Stia lil(i2i^±^fn^4: 1 ~41i-£- 
^Tl-^3SMi5:5~ 1 2^ifL<li2^Afn^fij ttttt, N, SMO^f, 
jg^Sfr^T-n^fc 1 ~41@^i-^» 5-6 Jtmrn^n^SIt, lW::tif>^ 
L < it 5 ~ 6 MfiAfn^fii m&Ltz 2 i|AfD T V «9 . 

' ffi!E#2 004-3.061 534 
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^-v : 5/ 



Ul^ fcf'Jv*^ n°U5v>> ^ry>, fcf'J^>, MJ7-/^ fc?n-;K y v ^ 
, f77-;K ^r/-;v, **-9-v*-;w ^vf7y-;K tTvV-fl/. 

, f7y7V-;K h »J 7 V-^&t^r Y 9 V*-;i^7W Z L < , 2 It 

|^foiHtli^>yf77-^ ^>V-fvf77-^ ^> V*^-9-V-;K ^> 
y^V^t7-^, ^>70^7-JK ^>7h 1 J7V*-;V > ^>7f7y7'/-)K 

U>> y^>"J^ ■f^K-ZK <f>^v*-;K ^m°'Jy>, 

-/liKn-l, 3-^>V^-9-v*-;v, vHKn-l, 3-^>7f77-JK 1, 3- 
^yv'yt^7-;K ^>v*7-t?fc?> % s<> Vv'T-iffc? ^> V3r-9-v f F7tK 
V^-bftf h ^ n Kn^y VT-fe'tf ^ % f b5t Kn^r7'Jy % f h 7 k K 

C'fv^y'Jy, fh7tKnt7Hf'Jyy, x h ^ \l Kn 3=- 7 y ^n^y, 
yt Kn^y7y't*y>, 3, 4-ytFn-2H-l, 4-^>"/f7y>, ytFn^ 
y7f7 7-;v, 3, 4--7tKn-2H-l, 4 V^-^-^v ^y^Dvy, y 
KU >W7tV Lv^ 0 Htffi L < fi, tf'j ^ty7f77-;K ^ 

kKn^y^r/'jy, ^y/ft7xy, 3, 4 -yt Kn-2 H- 1 , 4-^>7f7yy 
RWK KD-1, 3 > V*^r -9" V*- )VnX-&2> 0 

^llt4 - 1 2 if L < li 2 f^Af ofj tLXii, HLf;#flL<li 

tthtfistuTfr^frm.. y7n7^^-;vfXli«L < it— SPFtfrfaOJjlJjl-vT- n 
!J:i^U;2ilAf nif^ 0 fflL<li, kfn'Jv^. ^f^V'Jy'/, tfvv* 
"jv^. ^r^^'Jyy, t?^'Jy>, if^^v^. -t;v*y>, ;v y % 

1 , 2 , 3 , 6-fh9tKnifiJ ^ ^ /7'J y^<7)WL< 14— fflHft&RloJIf. 

gS^xngjl, ZLVTir Kn#y 'J > % f * k Kn-{ y^f y ij yf ©ML < (i-S^ 

»7;^;i')2Xli-0-tt7^^^f*SMo 

ii) R 6 ~R 9 7& s 7jc^T-s ^o^ylf, 1g;$fcT;v*;K >M3 y 7 - 
OH, -0-Mt;v*;k =0. -nh-Mt;v*;k -N(fl&RT/u*/i02, -CN. -C 
(=0)-NH 2 > -NH-S0 2 -ftli7;v^r;K -SO2-NH2. -C (= 0)-&WlT)V* ;K - 

0^^1117*+^, ®M.7 )\/ ^ -OH, =0, -N(tt7;^;V) 2 Xli-S0 2 - 

NH 2 -e*Mfc£-%o 

iii) R 10 ^7K*^-e*-5><b^o 

iv) R n ~R 12 ^7jc^M^-x ili7;v^;K -tt7;v^Vy-0-tl7J^;K -fi«7 

T'J-;K y^7m, 7V-;k -(n, SMO^^^^J: OSl^Sfr* 1 MX 
li2m±OAfnI^^ l -4*£?T*-*JUIS:4- 1 2^ISfl<li2i|Afn 

iaXt±2«J^±O^7 i nJ0R^* 1 -4-H^-*-&HUISk4 ~ 1 2 MUR* L < 14 2 

0 7 > * ;v f & a ft-frto • 

v) R u -R 15 Wf, An^ygf, fi|7;H;K /\U yymM^M.7 )V* ;K - 

fBlE#2 0 0 4-3 0 6 1 5 3 4 
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^->*: 6/ 



OH, -0-fi|7^#)K'-NH 2 , -Nm®.T)V*)],) 2 , -C(=0)-NH 2 , -C(=0)- 
N(Mt;i^;u) 2 , -NH-C(=0)-Mt;i^;k -C(=0)-0-M7;i^;k 

ATD ^^ i ~ 4 «^ri-&Sitjiik4 ~ 1 2 <n%-m% U< t±2 ifL^x n|ijt) T'&Mb 

vi) Dil^ ^vyfry-f, ^^y^y-,^ */r>^ -fv^yy> % 
^ K-;w -f > K'J >\ rF7t Kn^y y fh9tKn-f v^y y > % ^>y^ 

*-7^> % 3, 4-yt KD-2 H-l , 4 V*- T 5> > , 3, 4-y'k Kn-2 H- 1 

vii) Ef^>^>lt*^M 0 

viii) A^t- h5tKo tf; yc*, rhftKn^/y^ t^t Kn ^ y y ;v 
% ^'Jy-JK tTny^-;!,, je/w^i;^.^ T^\*-;vX{±1, 4 -^-^^ -feV^^-e 
&<Mt£-%o if)ffiL<li^'JyV, l - fn 'J y-;H(i^;Kt>J / St^^ft^ 

[<fc8] 




(D 



R 9 R 8 



R' 

[0 0 12] 

ffNtt. ^nift^ Tnv|, d^^I 

r^^9^>B6 % ^^^fotSit«fe thv^A, *y*A, 

- . tbfE# 2004-306 1534 



#112 0 0 3-4 0 5 0 8 6 ^-v : 7/ 



!|<O^DK7^«nitUli, Prog. Med. 5: 2157-2161 (1985) t~|3«£;}XT 

v^«^. ^jn*mi99o^Tij mmsh^mm mvm^wnm-mM^mn^^x^ 

[0013] 

fc*5, JSLTO««^tci3V>r, fiioiltciottt, Stmil&a£*«**&v>L* 

#*^^**Sriltf*C:a:**rS, -e^f>OiriiiltWJx.l^ Protective Groups 
in Organic Synthesis %3M. (T. W. Green&tfP. G. M. Wuts*. JOHN WILLY & SONS, 

[ft 9] 




#-«8H±, fb^dDMb^ (III) ^v>t*^#7Hi:7^0i^lSi:j: 

•Mb^-ft (i) i^t^sSr^So 

*ELfcim&®iai)£Tz.>Mmfc am tz&mj&\,m--%zmm&m^x, m4 

, Mx.i£N, N-i>*~>? n^sJp */)\sijfri£V4 5 K (DCC) > l-jc^-;i/_3- [3- (N 
, N-^f^7U) ^ntf/i/J *;v^^f5K, 0-^<> V h y 7V-;V- 1 ->f ;WN 
, N, N', N'-t - f^^f^^n-^A Mt7Wn^77-F (HBTU) , # 
jVtf—fri/j 5 iTV—fr* y7x-;^7*'JJV7y'K (DPPA) XlJyxf^*^* 

k i 15 > rj&jpr rt ^ B#-r & & o mat, mmKfc a ^m-^ur k x?f r> a\ 

-^7xy-X'H^*, I(il-tKn^^^y>>fn\ gL<l±l-HKn^f 

miiE#2 004-3061534 
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8/ 



[0 0 14] 

(Unsafe) 
[fb i o ] 




(IV) (I) 

(5**, A. E5», L, DS!l»O f R 1 ~R 10 »i«HBO*l**WU, Xli-CK -Br, - I 
fb-g-% (IV) fc7 5>ft^*A-H*ffiv>T, *«e«Ki&tJ: 1)^% 

(I) *^*-*-*Rje-c**o 

, hyxwr/, tfu^>, N-^f-A/*^*'; >\ aumit-f- h y *> a) Srira*., & 

[0 0 15] 

(I) OR^R'ov^-r^^ac*, XJ4«ffe»z?»Ai-«3E**»^ft>tt, #!l 

^ (I) R l -R , ©v>f^©f»3|#-S02-NH2 > X»iCO-NH 3 -e**'fb# 
tffi, ^■^^•S-r^R 1 ~R 9 ^_s 0 3 H, XttC02H-C**^4fe*ffl^-c«3tT?#* 
o iOKJC&li, «!ii*tlW<7>#M*rF\ R^R'tfJ-SOsH. XliC0 2 Ht7>^ 

ttz, (i) Diitj&*<stfnsre* »k R 6 ~R 9 ov^-r^^og^»^-oHT^-2>'fb 

K£t) Z t tf-V £ & o Tetrahedron, 35, 567-607 (1979) fcfBlft<D;frte 

^ t mil ft $ *tr * *> o tt , m<b,BO&o#i££ ffi v> t It^foi?^ BftSWb-*- * d t 

K t D & & o dO^JS{±> J. Hetrocycl. Chem. 19, 237-240, (1982), J. Chem. 

Soc. Perk in Trans. 1, 1949-1955, (1984) HgBttS*trv^^ffi*^#tc^J6i"* i 

[0 0 16] 

(m*Mb£tr<a8S&) 

m-XMRVm-XM) 



ffiiE#2 0 0 4-3.0 6 1 5 3 4 
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9/ 



lit 1 1 1 




(V) (VII) (VIII) 



(5£4\ E^tfR^R^ilfflBO^^^rL, URX/QIU ^ffi*-W s -Br, -C 
1> -IIIi-0-S02-CF3t^i), Wftf-B (OH) 2 3Ltt-B (O-fijRTA'*^) 2 

Sr *o P x «±^ ^>^;V^X{it e r t -^^-)V^m<Oij 

^fv;^§Ii, XMi-C 1 , -B rXli-I **Bfc-*-&<, ) 
#-I«H\ ffrfrfcWRlTffrft* (VI) £JBv>r. ^nr>-fby U-^XtiT 

(VII) *ftit"**Ijg-e*>*o iOR^&ti. Synth. Commun. , 11, 513-519 (1981 
)> Synlett 2000, No. 6, 829-831> WCnem. lett. , 1989, 1405-1408* d 

m~nmit, ik&m (VII) *^nrwfc«l-e«taii-*ifc^j:«)(viii)*«i6i-*x 

^RJ-JBC-caBMb^^y-f >K 2, 2 '-77a^V/fnz h V ;k tert-^f 

[0 0 17] 

(^HX^~07LX@) 



mtE#2 004-3061534 
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(XII) (XV) 



CJ:^ ffc^%(IX)*»3fi-r*X«t?**o *RJ6»±, Yfc^«j(VIII)HWLr-^fiSSV> 

m-ewBivm zti%^$kmm<D®&K i±, it&m (viid o x 1 m<om^^m o fc&n 

, **4?>HI©IMMfcK:j&CT\ Jfi»^oBftnj:*in7K^», »Jtt*#*in^o«5nXtt 

CO TProtective Groups in Organic SynthesisJ KlE^<?>#&£fl9v>*U£,£ V* Q 
#E3ISW\ (VIII) KttLTBWIsKJfcfcfi 1 ^ fb£* (X) 1ST? 

, J. Am. Chem. Soc. , 71, 1767-1769, (1949) 2 h n /n;0^)f b y <i7 A 

fllSl^ fb-frlto (X) frt>ik&® (XI) fctSUrrsiST?**,, i©KlSttKJS5» 
LT h^fy^f;v) h'J7x^*^*->)A^nV K> Xl± (^ h * 
h U 7i-H^*-") A^n 5 K&if*fflv» % n-7*^;i/y A, sec-7*fJV'Jf 
■>A N ^fftth'^A, * 'J A - t e r t h ^fyy ^^IW#ftTs fh7 

mxxmtes it&m (xd fcA-H*«^wr5/fbRj&Kj:oj»^s*fb^& (xid 

ffllE#2 004-3061534 
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t y -y n k n -7 9 > & t*zm *^-t^ hmuTxmm £ tiz 0 

fil-fcXfl&TOAXflfi. ^-^^^(XJS.IFCXDO^^^^^^MtcLx <b^(XIII 
mTf(JN)*^m.-tZ>TMX*$>h 0 *RJfcMU Tetrahedron, 35, 567-607 (1979) H?B« 

m±JMit, fb#^(xiv)o*m^£^nr^>o.fi> xiv*>ixxf^«tt 

3&v>l± p -h;^:^;w-fr-;w 7 nij K-e^Si" 3 c: i: X *) mm$K& 0 M^Lty 
ixxrJW:itLT3 7ftth'J7A, a vikii y * A & fc^feffl^* e: £ ci 19 x =r 

it&m (XIII) ^LT^>^7LX«i:|lI«0^^fr^®M1-^C:«h^j; 19, fbi^KX 
III) cD7fc^^/N n r ^bXfi, X 7=- & Z t § & 0 

[0018] 

. at 1 3 1 




(5£*. A. ESit, L, R 1 — R 5 > P 1 , X(ifrfBOiti*^^i-^ 0 ) 
m+I^^+-X5g(i, ^lB^^X^i-e^Mft^^v^T^L7t<b^(XVI)^ffi 

wt, m-wkmz&n&wMt&m (id £s^i-£x*i£^L*:&o-e&&o 
*1% ai+xeji. <b^% (xvi) £a-h£bo&s-£. -fb^-t? (xvii) *m&-tzxm 

xe»±, it&m (xvii) (D^mmp^m^L, it&m (id zmik-tzjinx 

h&o M<7)IE>li, *;V**>iOfIl{;E>tT, TtffiO [Protective Groups in 0 
rganic SynthesisJ tietOf ft^-f fflfl.co^i Lv^ c 
[0 0 19] 
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Ut 1 4 ] 




^+--^+SXfS(±, HH^tC^lt^^fMb^ (IV) <7>MiiX5g£^L£&?>T- 
^> -5) o 



& tt&m (XX) O^m^ * IfcrtJPg t mmz. ;\ uyv\L Xii7;v*>^xr^i: W8k 
£fc, ^ (IV) ^i5V>-CX^X 1 ^IM^$*L7t^%, 1-&^^b^(xxn){i, f£+ 

fb^(in) ra«io*ftT?i«#i- * i t c «t *) <bfct* zti> oimx~& & o 

[0 0 2 0] 
[0 0 2 1] 

(*Wttfifc) 

1. VR l*Jfe»iMBIJfeS:fflv»fc$##»^tWR 

(1) nvRi &M&mmm<nmm 

H hJg^^OfflRNA^fiftSC VRll^C!|»7 P 5'fv-t7 h£fl§^TRT-PCR 
Tints U cDNA£#£ 0 #?>*L3fecDNA*pcDNA3.1^^^-tCj|a*&^ HEK293»lfl&X»i 

miE#2 004-3061534 
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CHO-Kimm izmX L tz 0 VR1/HEK293M £ 10% FBS, 100 g/ml Xh i>7°h-?<{i'> 100 
U/ml ^-vU>&D*400 ^g/ml G4l8^^"ODMEM« (.ny x >a, £ 

fflv^T, VRl/CHO«£l0% FBS, 100 ^g/ml X h ^h7^-», i 0 0 U/ml ^-v'J > 
RtMOO pg/ml G418£^trHumF12Jg:H& (-f^lfhnyx^ Ml) £ffiv>T^ft-TtL 

lift Ltz 0 

(2) ^p D n <7)^ 

±|EW1/HEK293« * V - U -c*g tcif* L fc&JfrHi £ L , 7j<<£PBS £ *n x. T« § 
IRofco 1000 rpm, 4t:t?10^WjS^U, *#<b *Lfcjt*H** ^ * XJMM (25 mM T 
ris-HCK 220 mM yal, pH 7.4) fcfltf.T***-*-* X Lfc^, 2,200 rpm, 4 < CT"10^ 
_m&<\sLtz 0 #<bft*:±7#£3O,0OO x g, 4VX~20frm&<bL, #<bft7t&SEK25 mM Tri 
s-HCK pH 7.4£tt|;i, 30,000 x g, 4VX20frmm^1r zmft*2mm &Ltz 0 #<b*L 
7^;fcffi£25 mM Tris-HCk pH7.4«?HU ISlS^^nf ^ 7 ^^M (/<-f 

(3) 

±13 [Neurosci. 57: 747-757 (1993)]©*fe*ft*Lr*ifcLfc. Tyfe-fflHMr« 
25 mM Tri s-HCK 0.025% BSA, pH 7.4) 147 M U tt*Mt#i»3 // U [ 3 H] RTX 50 a 1 

mSSiJS dpm i * ***** *B) > tramaioo aii ( 

5B*£>25 37^^60^^ h L£f£, *±T10fl*HK 

^- h Ltz a *?frLfc«i acid protein (AGP; v^*t) £200 //g/50 /ziflnx, £ h 

zk<tL*:25mM h ') XMnMffi®. (pH 7.4) -C7Elifci§H,fc&. 7 -f )V ? - <oJfc3t & 
S^l^T^ (2500TR: '^^-^ *■) KTiSlfc. 

**ttr2^** B ^*** Tffo3fe8 IC.o«ttn^f^^ (Logistic) TO 





IC E0 (nM) 




ICso (nM) 


mmmi 


350 




82 


mmm 6 o 


100 


mmm 1 1 


320 



[0 0 2 31 

2. VRl»I«^V^; 45 CaiP(i)Mi 

YRl/OKHBIJfe* 7 *) 30, 000#ffl^O^JgT-96^6fe^*7P- b Lj\, 

±GM*?24M*tt1k ***Ty-te-fflMMffc (PBS, 0.1 mM CaCh, 1 mM MgCh 
,10 mM HEPES, 10 mM ^a-*, 0.025% BSA, pH 7.4) 25 //Hctt&L, 37V"C10fr 
m^y*^- Y Ltz a if64kBq0 45 C a, *»*jg**300 nMK&& i 9 L£t> 7*^ 

(>>^*±, *■) *tmmit4t**>*4tm25 *i***/nc«tau 37-c-eio^w 

i f***- y Lfco frg-ftfrtt^Aftffft (PBS, 0.1 mM CaCl 2 , 1 mM MgCh) T?3@ifc 
*U O.lNNaOH 17 ^ lXVlOO p ? - (~?j?ui/>^ ps« /n--^ 

P-ya^^v^- ( h * 7*:* 7 > M /•?-^^Jt;i/v-9^7^>f jc^^*fc, *H) 
T«t7to #^^»)^(±^ 45 Ca^i9^S^9t>10 ^M ijf^\£> (*s?-7 
tt, *S) l:iotfiJfe§tifc^afc„ ^M^OMfi, 300 nM *7*-9->f 

mil#2 0 0 4-3061 5 34 
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3. *yt^v>f^h 

-hlBCNeuropharmacol. 31: 1279-1285 (1992)] fcffcv^jfc Lfco (ddY, St1£ 4 

[0 0 2 4] 

^•^Mj^ffl^t, g^k tfesa, mum, mmu %%u mm, -mm 

[0 0 2 5] 

sw, «a«oj:^ft»»^ tr^k wum, ##au »jwwmLtv»TtJ:^, 

T^a-/ua, #Uv;m-F8 0 (i8f 0 D R £) ****** 0 
JoJ:d*«L&fc{±. Hfc**3RfltfRk «#J> aa*U ftfltfRU ^ifc^K ^^J. «1 

*#*LTjMtife5fe$tL*^ »MA1 HSSfeflftD-eO. l~ 5 0 0mg, »f 
0 . 0 1-1 0 OmgT^^ Zft*l®&Wm®KfrlfT&-$°t&o te^Aim+V 

[0 0 2 6] 

##M1 

£IH-M;«7A 55.9gfc7*^/l/#n>B* 38.6g«-7K 150mlK«$-it\ £*Lfc400ml 

tfJIE# 2004-306153 4- 
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'J*^A7A^nvf777^- (^^^^ : If^m^^^) HJ:f)»ML, 9lSferM£?> 
2-^^;Hrf7i-^-4-^^*"+v 9- h 50.4g£#£ o 

##M2 

Dn&L, N-7u*x? 5 K l.Ogfc 2, 2 '-TVl?* >f v/fns h U ;i/ I36mg£ 

*Dx.7to JRt&&£Jnaft«St N--/n^e^^ ->>xf 5 p 6.78g£;&nx. 1 BHW^ini 

m &imm u -c^tsm * aum l tz „ # <b n £ ««« i*i»7 ^* * -> * a -cfg* l a 

13.6g&#£ 0 
[0 0 2 7] 

##09 3 

x-f-fr 2- (7*n^xfjV) if7isA'-4-#W'>?- h 13.6g£N, N-v>^- 
;V*;VA7 5 K 50mlU*#$i*\ £ tUC^T, N, N-yVf;^^A7 5 K 50mK 

^/-;K7>^-7t|c) KJ:i3*IMRU *v^-feM^^^;v 2- (tf^U 
)Vff-)V) fc'7xx;V-4-*Wv7-F 12.6g£#fc 0 
##0H - 1 6 

##0!l3 fcHtfcfcLT&BB£fc^$ft*##0J4~-l 6 Offc^fc^fco 
##0lj 1 7 

•x*-^ 2- (\£*<vy>-i-<i if 7x-m-*w+">7- h ii g =s-.x^ 

150ml 2ttfrT\ lM^TKBMt^ ->A*«F«t 51ml &Jn A. Mi&tC 
Tl 0B#F4«#L7t o tK<^T> ^ftfc 1 MOttSbfci&iK 51ml*injLfc&. 

AO*^T?*S»v»tlfeH#: 12.6g£#fc 0 
# #09 18-30 

##09 1 7 r&k Lx&M&mK7Fzti&m%w i8~3o <Ditetm*%tz 0 

##09 3 1-35 

##09 3 fc iwi^c LxmzmzTFZti&^m 31-35 *>f&fr»*»fco 

##09 3 6-40 

##011 1 7 1 Lxffi&$uzmzti&&&w 36-40 <Dit&m*wt 0 

##014 1 

2- (rn^xf^) tr 7xx;i,.4-*my7- h 9.3g£T-fe h- h U /H 
00mHc»»$*, ifii:TN-^f)W;V*)jV-N-t*t^ K 7.0g^jta£ 4 B#TO^L 

T?ft*U *«E*«*Lfc&, llt^i^y 'M^V* 7 A ^ 07 b ^7 7 - 

lc«t»)%MU S-feH^J.^^ 2-*;^;Vlf7xx;i,-4-*;v 
*»7-F 4.94g£#7c 0 

[0 0 2 8] 
##09 4 2 

(^h*^f*) MJ7xx;k^^7A ^d'J K 17.1gS'fh7liKo77> 
150ml 7 8t;»c^*PL, i«tCl. 5 9M©n-7'f ;HJf 7AA^f 
^*«[*«!TL. 3 0»Lfe o £<bK£JM£-4 OtK#fflLl 0^TO#L^ 
N ^CJ?_ 7 8TCCit^Lf h7 t KD7 5> 20ml IZ feM Zlttzz-^fr 2-*^ 5 /Hf 7 
xi^4.*WV7- h 4.2g*2 Ofl^tTiBTLfco SfDl^-5 0t!i^l2 
WlfljWtTi 0TC4T?JHi.U MfcT4l$|w;«j«|iLfc 0 £0&*M£@*U AftKRMR 

ffiffiE#2 0 0 4-3.0 6 1 5 3 4 
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OflMRU $k&<7)Wm60'g. 1.66g£#7t 0 Z<D®W*1, 2-V v somnzmm 
MStCT^m 25ml^lra£5 l^TO^LTto £U£&K7fc t I^^^^Dx., ft 

##0!l 4 3 

^*f-)V 2- {2-**Vx-+)V) t*7x-;V-4-*;V^y7- F 1.06g£l, 2-V? 
nnx^y 20nilK*#»£^ W&XZX\£«V *J> 3.95mlt^ 589 ^ K th'J7Ab 
'J T-te h 4r vsKn/N-f K^-f K 1. 09g£ inx. 3 S#W# Lfco RJfciSfc**: * n n 

srinx., %-mmizx vnbtitzmmmzmimm^7*i'V&T'&mLmmz% ; £Lt: 

^•^^ttK) fc«fci)*MiU 2- (tf^y y>-i-^;vxf ;v) tf7^-;u 

-4-*;wf+y7-f 1.3g£#7t 0 
##0IJ 4 4 

##01 1 7 fc Et&ic Lxmz&fcTFZtiz^m 4 4 <oit&®*ntzo 

##0U 4 5 
##00 4 6 

##0|J2 fcmaUcLT&IB*fcjF$*L*##0i4 6 <£Kt£-^£#7t 0 
##08 4 7 -50 

##0!)3 fcH»fcLT&gB&K3F$*LS##0|4 7-5 OWM^ffc, 
##0!l 5 1-56 

##0!) 1 7 TOtC Lxm&^Km^fi^^m 5 1-56 ^b^«r#7t 0 
##0B5 7 

2- (HKn4rv^f;v) jc— 14.71g£ 1 , 2--7^nnx^> 
160ml(CtJPx.> CtUCN, N--y^f;V/t;VA7 5 K 0.5ml tmt^*-}l> 11. 75ml &#nx. 

fvTo R(S«[*ini»«iiiETii^wsi^Lfe^ maitc-c^'fkf-*-^ smi^inx.. ftD&jsaE 

T3l$!W«#Lfco g.M.*X$rMLtz&, KJE&*«*«JEETS*U 1 , 2-v* 

nno.^> 200ml^iDx.. 7X<^T. 1, 3-^> 5 -T 5 > 8.07gt fcf 'J v 

> 17.4ml$rJnx> ifi(:«l/«: 0 E)c-!«^iET@*L, V * 
y;^*7A^'^v^777^ - (A^rt>:Sixf;i,) KJ:»)«|«u fM»SN 
-1, 3 -^>"/f 7 V-^- ;i/-2 - o a ^ f £7jc~/I'-4-#;1'4?*'9-3 K 

11.23g£f#fc 0 
##0fl 5 8 

6-xv hn-T > K'J > 2.5g^^ fl/>;nij K 50mHw*»$^ ZtliZ h V-x^^T 
6.37ml*jDx.feo ?]c^T> ^ ^>^;V*x;v;n'J K 3.51g&iiTU Kffciftfcg 

mzr3nmmwLfz^ 7K^m^immmwLtz 0 Rifc*«*«ffiTa*u 

> 3.52g#£ 0 
##0U 5 9 

6-xfn-2H-^y/f7'>^-3 (4H) -*> 500ng*N, N-^W^AT 
5 K 11.5mlK:»»$*, CW:»«5 5%®*Mth';fA 114mg ; S:^T»nx.> 3 
fi(^3 0»Lf; o R^lC3«7'fb^^;V 444^ l^*Dx.^^T 2B#P^^#L7t 

U 4-^f;V-6-xhD-2H-l, 4-^>V^T^>-3 (4H) 308mg&f#fc o 
##0fl 6 0 > 6 1 

ffiSE#2 0 0 4-3061534 
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5 9 1 iwi^itc Lxim^izmzn&^M 60, 6i (Dit&wzmzo 

##M6 2 

2-?nn-5--hn-l, 3 > \Tf- 7 V- )V 160mg£-r h 7 fc: Kn 7 7 > 7.4mltc 
V#»£*. Cinn^®tCTlM^^^;UT^ > f f7tKn77>M 1.86ml£#n;L 1 

" 7 >^7^ (A^^>:sixf;v) izx^mmL, tfes^N, 

--hn-l, 3-^>7f77-;V-2-75> 173mg£#£o 
6 3 

2, 3-v^nntf'J $;> 2.0g& 2 M<0 *J * ^-)VT 5 >f h7t Kn7 7>i$ 13.5m 

n:i»$^t^T, 1 0 o°c\zxsmmmw^iz 0 M&tx^mLtz^ m.mm.^ 
M^tfv^ %WL*ffi)±Tm:ffiLn&mvty>}n 693m g £#7t 0 >x^x% n^titzmm. 

693mg^7X^T> IM5mlC^»L, 5£&ffiM 1.2gt«i 0. 7mKDm&m*<® o 

ii> Zfc&ffi&TMMLfZo &htitzm&*i'')*r)Vfr7A?U'?hy : 7y4- 
•9-^ : g^m^^) Ki^f^U fW©3-7nn-N-^f^-5-- h n fcf y 
2-4 )VT^ > 347mg^#7t 0 
##^U 6 4 

l.^f;i/-6-^hD-iH-^/F-;V 1.4g£ t er t-7f ;V7;Vn-;v 20mHr-^^ 
N-rnt^^^^5 K 3.5g£4 0K##JLT#D;l. ^SKT 4 B#fg]*g#L*:?£ 

7jtfljcm^*v*AT-i»L£f&. W^g*L7to t#<b*i£5Szt£v'; UY)VU7A7 

D ' 7 ^^ r 77^ (^^r^> I ^^^^) K J; *jttg U ^fe@#<7)3, 3-yrn^E- 
l-^f^.e-^hn-i, 3-ytKn-2H--f>K-;W2-t> 2.44g£#£ 0 
6 5 

1 f ;vt;;v*x;v-6 h n ^ K>j > 2.00gt^* J lOOml, r^t K n 
77^ 100ml <^fl^#(r T ;V n*> #H^T 1 0%^7-;7AM 300mg^*nx.. 7jc*# 

h*ct\ ^ia^T3B#^«#b7to KiBmz-tjj ymml, ^WL^mmm^mmTm 

*t> Mt^^Z-^t^xf^K fh7tKn7 7>OM 200ml ^^nx.fvr 0 T 
;l>.=f>#H^T r 1 0%A'r/7AM lg^inx. 7K*#H^T^ ^z&KT3B#Hi» 

f;^;^x^-6-7 5;-f> Ky > 1.66g£#fc 0 
##M 6 6-71 

##00 6 5 tmm^'Lxm'zmzTFZti&^m 6 6-7 i<7Mk£-%£?#£ 0 

###1J 7 2 

4-*;l/5;V-3--hn^>/7- h 3.2g£MV-.x> 70mHCf#fl?£-^ 
f'j7xz;^*7-'Jf>71:^-h 5.75g<Sr*nx.5l»iLT6^K^L7to W&'ik 

: I^B*^^) tcT^iSL, ^^-^ 4- [ (ie) -3-p< h*->_3-**v 

7u^-l-iuy-\-4 -3-xbD^>V7-h 3.63g=M#7t 0 
#fi7 3 

4_[ (1 £) -3-* ]> * 3 * V T'nA'- 1 -jc>_ 1 3 _ - J> u^y 

VT~ Y 1.8gt^* S -fr 32mK f h5tKn7?^ 32ml<^M^%K7;i'=j*>'#H$C 
T\ 1 0%A7^7A^i 640mg^*Px> 7jc§?|#ffl^T\ Iiai:T2||»Lfco 
«-fe7-f hiiMU «<^»«MffiTI&*U 50mltmi£m 

2^^^nx.> 6 o-ac-c3 o^mw^WLtz 0 m&tx%?m&, Kfcm*mj£T>g&L, m. 

ift^N aMSE*S*Lfco #f>a^I$:'>iJ*7'H i 7A^n , 7hy'77-f- (^^-9-^ 

tiiSE#2 0 0 4 -3 0 6 1 5.3 4 
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:»iif*) tiimau wwoif *2-**y.i 2 3 4^7^- 

##08 7 4 

iifi 1 10Blk|1 ***^ y7x^*. JWK (DPPA) 268mg, tert- 

«M 1 

©***5<X*g*l. 20mHcM*§$-^ itici 

m .I,' N ' N '' N '^^^^^^i Mt7WD^77^ 694m 

"* :T5 '* i7 *) KJ:0*«U N- (3-^^>7x^) -2- (^.p)/, 

H«J 2 

3_T5 y 7x; -* 227mgi: 3- (if^'J r*jt*-/ls) tr^^-n,-,! *>u-t* 

13-5 



6 ~~ 9 



ffi|E#2 004-3 06153 4 
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[0 0 3 0] 

mmm i o 

2- (^'JyV-l-^MfM W x.=-)V-A-i])\'#>mt 1 . 5 m-fb^- h 'J ^ 
Ofc&m 500mgtN, N-y^fJP*^A7? KUWTf t-;V^n>J K 30ml 

ttrtfco »ifc&*BETtejftL;fcO*> N ^l^^n'J K2Qml*2jn*.fc 0 

> «T3, 4, ^nnr-'; >277mgS:y f h';^^;i/T5 >0.59ml^^)Px^ ^fitr 
3mm,_40X:T~-feMWLtZo RJfcM£»fcfcJETaUtU S$i->'J*m5A^n 
7 ^77i- (?nn*i^ : ^ * s-fr : r>^e^T7X) Hi «3*M8U N- (3,4 
,5-HJ^nn7i-*) -2- (fcf^U v^^- 1 --r>^t if 7 i-;i/-4 -ij 

? KfcWfco £0<>0**nn*/l,Afc:ig#U AMW®.V***y>mWL lmlfcflpx., It 
#t£W*Lfco #S>*Lfc«l^W«:i— jp-^j: ^HfbS-tiTx fi-feJR^ON- (3,4,5-h 
'^ Dn 7x^) -2- (^ijy^i-^wf)!/) t*7i^;V-4-*;vm? K 
450mg£#£ o 

syfeffl 1 1 

1 0 tnmz Lxmz&izTFZtLzmmm 1 1 <oit^m^ntz 0 
mmm 12-43 

1 tmuiz LTi&s&^uzmztizmifcw 12-43 <Dit&yozwt2 0 
mmm 44-99 

mnmi 0 tmmzLx&m&K7FZti2>$mffl4 4-9 §(ott&m*'mz 0 

HJ&fll 100 

N-l, 3-^^'/f77-;i/-5-^-2- (?dcm^;v) fcfy 4 ;i/sK*->J- 
5 K 250mg£ tf^'J i? >- 4 -it frtf K 169mg£ * n n lOmU-iDx.SiajCT 

2ml, 4M«iixf;i, lml*tJD;l*«*:*ETS*Lfco n&im&it 

s-nr : /i/) £-£6fe»?>i- ( |4-[ (1, 3-^>7f rv-iv-s-'f 

mil 205ng*»fc o 
HifrW 10 1-111 

10 0 fcH#fcLT&!B*fc^$*La^jfe0| 10 1-111 <Dik<&ty*%iz 0 

mmm 112 

N- (4-*^;P-3-**V-3, 4-^t Kn-2 H-l, 4-^^7f 7yy-6--f^) - 
2- (fcf^y y>-l--T;i/^-f-;v) If7x^;k4-*mt5 K 230mg£N, N-v^^- 
;VT-tehT5 K 5bHC*»$*, ^Tm-^ngl^ifi 252mg^JDx.. ltCT2 
4V$mMWLtz 0 RI&fe\iZjC5mltWMWtfr%i- h U A10l6mg£ 2 IC^-flJ LT#Px.. 

> #£*L£@#£^*/-;wcT:i?^,§IU S-fe^^N- (4-^;v-i, i-y**y 
-3-**V-3, 4-VtKn-2H-l, 4-^> V<f-T 9 JV-%-4 )V) -2- (tf^'J 
l-^f^^^;i/) if 7xx;i/-4-*^f5 K Jg^m 61mg£#£ 0 

HMW 1 1 3 

1 0 tnmzLxm^mz^fi^mmm 1 1 3©m^#^ 0 

Hifefli 114 

N- (3-**V-2, Kn-i H-l--f ^7*^-5-^^/) -2- (fcf^'j 3»- 1 - 

-f;i/^^;u) If 7x-^-4-AMH? K 250mg^^ 15mHcJBI»$^ 
T**fb*S**hy *A 40mgfc*n*.;fco EJ6**aaiT» 1 B#l«j$Lfc?£, 7X5ml^*P 
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#£>*i£$lz££jL*y-;i, 10mlH?tflg£-»i\ 4 Mit^^^^^ 0. 5ml £2JU;i. it 
«@*L*:o #^n^TO^^^/-;vHT^ B B H fbi-^ci:^j: Sfe^oN- (3- 
liFD#y-2, 3-ytFo-lH-l-Of^-5-^v) -2- (fcf^V l-^ 

[0 0 3 1] 

R f : ###flS-5§-, E x : §Hife»^\ Structure : salt : *6 % free : j&gt<fc:> D 

ATA: ^ttr-*-^, NMR : EHSB^t***^* Y )V (TMSftW : J H NMR: 4O0MHz3g 
L < f±300MHz, #^IB«t^v^^-c^iPJj^v« : DMSO-de) . Me I Et :x 

i p r : -fv/ne^i 
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Rf 


Structure 


DATA 


Rf 


Structure 


DATA 


1 


Me' 




v OEt 

o 


FAB-MS 

241 
(M+H) + 


8 


c 

c C n ~ 


bo 


^r OEt 
o 


FAB-MS 

325 
(M+H)* 


2 


cx 

Br— x 




OCT* 

o 


FAB-MS 

319 
(M+H)* 


9 


c 

Me-N N- 


be 


kfOEt 
O 


FAB-MS 

339 
(M+H)* 


3 


c 

O 




^OEt 

o 


FAB-MS 

324 
yvr+tl) 


10 




o 


FAB-MS 

402 
(IvHti) 


4 


. c 




>L,OEt 

o 


FAB-MS 

338 
(M+H) + 


11 


c 


be 


^OEt 
O 


FABMS 

322 
(M+H)* 


5 


o 

o- 




V OEt 
o 


FAB-MS 
310 

\IVi ■ i ly 


12 


o 




V OEt 
o 


FAB-MS 
372 

yVPTI/ 


6 






O 


FAB-MS 

367 
(M+H)* 


13 


D 

EU 
Et 




o 


OEt 


312 
(M+H)* 


7 


c 

o- 


be 


^OEt 
O 


FABMS 

338 
(M+H) + 


14 


o 

Et^ 




-v^OEt 

o 


FAB-MS 

374 
(M+H)* 
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Rf 


Structure 


DATA 


Rf 


Structure 


DATA 


15 


Et s II 
MeO y 


O 


FAB-MS 
342 


22 




O 


FABMS 

298 
(M+H) 


16 


MeO N H-^* 


OEt 

o 


FAB-MS 

372 
(M+Hf 


23 


/ — \ T 


OH 

o 


FABMS 

311 
(M+H) + 


17 




\,OH 
O 


FAB-MS 

296 
(M+H) + 


24 


Cl 


O 


FABMS 

374 
(M+H)* 


18 




o 


FAB-MS 
310 


25 




o 


FABMS 
294 


19 




V OH 
o 


FAB-MS 

282 
(M+H)* 


26 




O 


FABMS 

344 
(M+H) + 


20 


HN II 

HN t>x 


o 


FABMS 
339 


27 




O 


FABMS 

284 
y vi mj 


21 




0 


FABMS 

310 
(M+H) + 
.. 


28 


Cu 
Et - _x 


O 


FABMS 

346 
(M+H) + 
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Structure 


DATA 




Structure 


DATA 


29 


Et N T 
MeO N ,N— 


O 


FAB-MS 

314 
(M+Hf 


36 


o 


FAB-MS 
310 

(M+H) + 


30 


MeO v ,N — ^ 


JL OH 

o 


FAB-MS 

344 
(M+H) + 


37 


— n 


FAB-MS 

310 
(M+H) + 


31 


Me ^^S^ 

\ / 


V OEt 
o 


FAB-MS 

338 
(M+H) + 


38 


^Me ° 


FAB-MS 

324 
(M+Hf 


32 


°v 

Me— ( Vi — -"^^ 
\ A 1 


J^OEt 
O 


FAB-MS 

338 
(M+H) + 


39 


Me ^y^. 
Me 


FABMS 

324 
(M+H) + 


33 


Me 


V OEt 
O 


FABMS 

362 
(M+H) + 


40 


Or^ OH 

iPr ° 


FAB-MS 

352 
(M+H) + 


34 


n 

; — 

Me 


V OEt 
o 


FAB-MS 

352 
(M+H) + 


41 


^^DO^OEt 

o o 


FAB-MS 
254 
M 


35 


Or° 

iPr 


V OEt 
o 


FABMS 

380 
(M+H) + 


42 


° o 


FABMS 

269 
(M+H) + 




[0 0 3 5] 



V 



miE#2 0 0 4.-3 0 6 1 5 3 4 



#112 0 0 3-4 0 5 0 8 6 ^-v : 24/ 

[f£5] 



Rf 


Structure 


DATA 


Rf 


Structure 


DATA 


43 




l^OEt 
O 


FAB-MS 

338 
(M+H) + 


50 


^ 8 


FABMS 
360 


44 


Or 


•L,OH 
O 


FAB-MS 

310 
(M+H) 


51 


^^/^N-^C^Y OH 
HOV^ J 


FABMS 

388 
(M+H)* 


45 




V OEt 

o 


FAB-MS 
259 
(M+H)* 


52 


o 


FAB-MS 
314 
(M+H)* 


46 




v OEt 
O 


FAB-MS 
337 
(M+H)* 


53 




FAB-MS 

314 
(M+H)* 


47 




o 


FAB-MS 
416 

(M+Hf 


54 




FAB-MS 

332 
(M+H)* 


48 




v^OEt 
O 


FAB-MS 
342 
(M+H)* 


55 


HO-A^vOH 
nvj j] 

o 


FAB-MS 
227 
(M+H)' 


49 




O 


FAB-MS 

341 
(M+H)* 


56 


O Me 

ho ]TV N Y° 


FABMS 

206 
(M+H)* 
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Rf 


Structure 


DATA 


Rf 


Structure 


DATA 






FABMS 
379 
(M+H)* 


67 




EI-MS 
166 
M + 


58 




FA&MS 
242 
M* 


68 


^^~S Me 


EI-MS 
193 
M* 


59 


Me 

TXT 

s 


FAB-MS 

224 
(M-H)- 


69 


Me 

H,N ^ / 


EI-MS 
162 
M + 


60 


Me 


FABMS 

211 
(M+H)* 


70 


Me Me 


FAB-MS 

177 
(M+H)* 


61 


O Me 

Eto T° 


FAB-MS 

234 
(M+H)* 


71 


H 


FAB-MS 
(M+H)* 


OZ 


^S^Me 


ESI-MS 

224 
(M+H) + 


72 


O 

^A^v^OMe 
O 


FAB-MS 

280 
(M+H)* 


63 


0 2 N^_CI 

N N"^ e 
H 


FAB-MS 
188 

(M+H) + 


73 




FABMS 

220 
(M+H)* 




O N ..Me 
Br Br 


EI-MS 
350 
M + 


74 


Me 

H,t\L 

XXJ 


ES-MS 

177 
(M+H)* 


65 


o-s° 

xxi> 


FAB-MS 
213 
(M+H) + 


75 


N N 
H 


FAB-MS 

158 
(M+H)* 


66 


Me 


FAB-MS 

193 
(M-H)- 
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Ex 


StiuctLire(saIt) 


DATA 


1 


c 

o 


Sn h 

(HCI) 


NMR:8 1.20-1.35 (1H,m), 1.53-1.63 (3H,m), 1.7 
5-1.91 (2H,m), 2.54-2.65 (2H,m), 3.16-3.25 (2 
H,m), 3.76 (3H,s), 4.37 (2H,d,J=5.1Hz), 6.70 (1 
H,dd,J=8.3, 2.0Hz), 7.26 (1H,t,J=8.2Hz), 7.37- 
7.43 (2H,m), 7.45-7.58 (5H,m), 7.63-7.67 (1H, 
m), 8.02 (1H,d,J=7.8Hz), 8.70-8.75 (1H,m), 10. 
22 (1H,bre), 10.58 (1H,s). 
FABMS:401(M+H) + . 


2 


o 


H 

% xy 

ICI) 


NMR:8 1.35-1 .49 (1H,m), 1.64-1.72(1H,m), 175-1.85 
(4H,m), 2933.06 (2H,m), 3.363.42 (2H,m), 447 
(2H,d,J=5.2Hz), 6.536.59 (1H,m), 7.11-7.17 (2H,m), 7.34 
(1H,s), 7.437.48 (1Hm), 7.51-7.57 (2H,m), 7.838.89 
(3Km), 7.91-7.95 (1H,m), 825 (1H,s), 9.52 (1H,s), 10.04 
(1Hbfs), 10.56 (1H,s). 
FABMS:387(M+Hf. 


3 


Me^J O 
Me 

(HCI) 


NMR:8 279 (3H s) Z80 C3H si 443(2Hri J=54l-fcrt 
6.546.60 (1H,m), 7.11-721 @H,m), 7.33 (1Ks), 7.43-7.48 
(1Hm), 7.51-7.56 (2H,m), 7.84-7.96 (4H,m), 820 
(1Kd,J=1.5Hz), 9.56 (1Ks), 10.18 (1H,brs), 10.60 (1H, s). 
FABWB:347(M+H) + . 


4 


c 

o 


(HCI) 


NMR:8 1.19-1.34 (1H,m), 1.52-1.63 (3H,m), 1.7" 
3-1.88 (2H,m), 2.53-2.64 (2H,m), 3.18-3.24 (2 

H, m), 4.37 (2H,d,J=5.4Hz), 6.50-6.55 (1H,m), 
7.13 (1H,t,J=8.1Hz), 7.29-7.33 (1H,m), 7.37-7.4 
2 (2H,m). 7.44-7.56 (5H,m), 8.02 (1H,dd,J=8.1, 

I. 7Hz), 8.67 (1H,d,J=1.7Hz), 9.45 (1H,s), 10.1 
9 (1H,brs), 1 0.44(1 H,s). 
FABMS:387(M+H) + . 


5 


c 

Me. 
Me 


H 

(HCI) 


NMR:8 255 (6Hs).4.38 (2H,s), 6.496.56 (1H,m), 7.13 
(1H,t,J=8.3Hz), 728(1Hd,J=8.3Hz), 7.39(2H,d,J=7.8Hz), 
7.43-7.57 (5H,m), 8.03 (1H,d,J=8.3Hz), 854 (1H,s), 9.54 
(1Hs), 10.32 (1H,s), 10.36 (1H, bis). 
FA&MS:347(M4H) + . 


6 




1 

(HCI) 


NMR:8 126-1.42 (1H,m), 1.61-1.79 (5Hm), 272-285 
(2Hm), 3.043.13 (2H,m), 3.22-3.36 (4H,m), 7.39-7.45 
(3Hm), 7.45-7.50 (1H, m), 7.45-7.56 (2H,m), 7.9Oa01 
(2H,m), 8.108.16 (2H,m), 8.70 (1H,d.J=l9Hz), 9.40 
(1Hs), 9.97(1Hbrs), 10.69 (1H,s). 
FA&MSyl42(M+H) + . 
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Ex 


Structure(satt) 


DATA 


7 


c 

fV 


o UQ 

(HCI) 


NMR:5 120-1.33(1H,m), 1.52-1 .65 (3H,m), 174-1.93 
(2H,m), 254-268 (2H,m), 3.1&328 (2H,m), 4.41 
(2H,d,J=5.4Hz), 7.42 (2H,d,J=6.8Hz), 7.46-7.58 (4H,m), 
802-6.10 (2H,m), 8.15 (1H,d,J=a8Hz), 8.79 (2Ks), 9.42 
(1H,s), 1020(1Hbrs). 10.88 (1H,bre). 
FAB-MS:428(M+H) . 


8 




in h 

O IIc VMe 

(HCI) 


NMR8120-1.34(1H,m), 1.52-1.66 (3H,m), 1.81-1.97 
(2H,m), 255-268 (2H,m), 281 (3H,m). 3.17-3.30 (2Hm), 
4.39(2H,d,J=4.8Hz), 7.41 (2H,d^=7.4Hz), 7.46-7.58 
(4H,m), 8.01 (2H,s), 8.04 (1H,d,J=7.8Hz), 8.63 (1H,s,), 
8.85(1H,s),10.39(1Hbis), 10.87 (1Hs). | 
FA&MS:442(M*H) + . 


9 


o 


(HCI) 


NMR:8 1.20-1.35 (1H,m), 1.52-1.62 (3H,m), 1.7 
8-1.92 (2H,m), 2.53-2.64 (2H,m), 2.90 (6H,s), 
3.17-3.26 (2H,m), 4.37 (2H,d,J=5.4Hz), 6.50 (1 
H,dd,J=8.3, 1.9Hz), 7.15 (1H,t,J=8.3Hz), 7.33- 
7.43 (4H,m), 7.45-7.56 (4H,m), 8.01 (1H,dd,J= 
8.3, 2.0Hz), 8.74-8.76 (1H,m), 10.34 (1H,brs), 1 
0.40 (1H,s). 
FA&MS:414(M+H) + - 


10 


o- 


CI 

(HCI) 


NMR:8 1.20-1.38 (1H,m), 1.52-1.68 (3H,m), 1.7 
8-1.96 (2H,m), 2.55-2.70 (2H,m), 3.18-3.28 (2 
H,m), 4.38 (2H,d,J=4.4Hz), 7.39 (2H,d,J=7.4H 
z), 7.45-7.60 (5H,m), 8.02 (1 H.d, J=7.8Hz), 8.33 
(2H,s), 8.78 (1 H,s), 1 0.07 (1 H,s). 
FABMS:473(M*H)*. 


11 


c 

o 


Br 

(HCI) 


NMR:8 1.20-1.33 (1H,m), 1.53-1.63 (3H,m), 1.7 
5-1.90 (2H,m), 2.35 (3H,s), 2.52-2.66 (2H,m), 
3.15-3.25 (2H,rn), 4.37 (2H,d,J=6.6Hz), 7.37-7. 
42 (2H,m), 7.46-7.58 (5H,m), 7.76 (1H,dd,J=8. 
8, 2.5Hz), 7.97 (1H,d,J=2.5Hz), 8.01 (1H,dd,J= 
8.3, 1.9Hz), 8.72 (1H,d,J=1.9Hz), 10.17 (1H,s), 
10.69 (1H,s). 
FA&MS:463(M+H)*. 


12 


D 

o- 


(HCI) 


NMR8 120-1.35 (1H,m), 1.53-1.63 (3H,m), 1.70-.185 
(2H,m), 253-265 (2H,m), 3.1&324 (2H„m), 4.37 
(2H,d,J=5.3Hz), 4.55 (2H,s), 6.94 (1H,d,J=8.8Hz), 7.35 
(1H,dd,J=8.6, 23Hz), 7.38-7.42 (2H,m), 7.46-7.57 (4Hm), 
7.68 (1Hd,J^2.4Hz), 8.02 (1H,dd,J=8.1, 1.7Hz), 664 
(1HdJ=1.7Hz),10.04(1Hbis) 1052(1Hs) 1081 HHs) 
FABA4S:442(M+H) + . 


13 


c 

o 


Yl H 1 
(C0 2 H) 2 


NMR8 1.33-1 .45 (2H.br), 1.46-1 .57 (4H,m), 1.84-1.93 
(2H,m), 2.43-269 (7H,m), 284 (3H,s), 3.19 
(2H,t,J=5.6Hz), 394 (2H,bts), 6.85 (1H,d,J=83Hz), 7.01- 
7.08 (2H,m), 7.39-7.54 (6H,m), 802 (1H,d,J=7.3Hz), 821 
(1H,s), 10.05 (1H,s). 
FA&MS:440(M+H) + . 
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HATA 

UAIA 


14 


c 

o 


(2HCI) 


NMR:5 120-1.36 (1H,m). 1.52-1 .66 (3Hm), 1.81-1.97 
(2H,m), 258-270 (2H,m), 3.188.31 (2H,m), 4.42 
(2H,d,J=5.3Hz), 7.39-7.46 (2H,m). 7.47-7.59 (4H,m), 7.73 
(1H,t,J=7.8Hz), 7.82 (1H,t,J=7.8Hz), 8.07-8.17 (3Km), 
8.90 (1KSX 9^0 (1H,s), 9.57 (1Ks), 1021 (1H,bts), 1 1.43 
(1H,s). 

FAB^:422(M+Hf. 


15 


c 

o 


o U 

(2HCI) 


NMR8 120-1.35 (1Hm), 1.52-1.65 (3H,m), 1.76-1.92 
(2H,m), 256-268 (2H,m), 3.18828 (2H,m), 4.41 
(2H,d,J=4.9Hz), 7.41-7.46 (2Hm), 7.48-7.60 (4H,m), 7.85- 
7.93 (1Km), 8.00 (1H,d,J=7.3Hz), 8.02-822 (3H,m), 8.93 
(1H,s), 9.109.18 (1Hm), 921 (1H,d,J=3.9Hz), 10.34 
(1Kbre),11.12(1H,s). 
FAB-MS:422(IVH-|) + . 


16 


0 

Me 


(2HCI) 


NMR5 1.03-1.95 (6Hm), 221-274 (1Km), 2938.04 
(1H,m), 8188.50 (1H,m), 3.964.05 (1H,m), 4.104.40 
(2H, br), 4.91-4.99 (1H,m), 7.39-7.59 (6Hm), 8.08 
(2H,d,J=8.3Hz), 8.15 (1H,d,J=8.8Hz), 8.79 (2H,brs), 9.41 
(1H,s), 10.00 (1H, br), 1026 (1Kb), 10.89 (1H,s,). 
FABMS:442(M+H) + . 


17 


o 


(HCI) 


NMR:8 1.95-2.09 (1H,m) 2-32-2.52(1 H,m), 2.8 
6-2.99 (1H,m), 324-3.38 (2H,m), 3.56-3.68 (1 
H,m), 4.49 (2H,d,J=5.4H2), 5.45-5.55 (1H,m), 
5.70-5.80 (1H,m), 7.39-7.58 (6H,m), 8.02 (1H, 
d, J=8.8, 2.0Hz), 8.10 (1H,dd,J=7.8, 1.5Hz), 8.1 
6 (1H,d,J=8.3Hz), 8.70-8.80 (2H,m), 9.41 (1H, 
s), 10.55 (1H,brs), 10.81 (1H,s). 
FABMS:426(M+H) + . 


18 


(HCI) 


NMR:8 275-285 (1H,m), 3.07-326 (2H,m), 8473.59 
(1Km), 3.984.08 (1H,m), 427-4.36 (1H,m), 4.52-4.64 
(2Kbrs), 7.08 (1H4J=7.3Hz), 7.13 (1H,d,J=7.4Hz), 7.15- 
725 (2Hm), 7.53 (5Hm), 7.56 (1H,d,J=8.3Hz), 7.97 
(1H,d,J=8.8Hz), 8.14 (2H,dJ=8.8Hz), 8.73 (2H.S.), 9.40 
(1Hs), 10.77 (2H,brs). 
FAB^:476(M+H) + . 


19 


Cl 


(HCI) 


NMR:8 1.72-1.91 (4H,m) 2.70-2.82(2H,m), 3.3 
3-3.42 (2H,m), 4.48 (2H,d,J=5.9Hz), 7.39-7.58 
(6H,m), 8.03-8.11 (2H,m), 8.15 (1H,d,J=8.8Hz), 
8.74-8.82 (2H,m), 9.42 (1H,s), 10.78-10.89 (2 
H,m). 

FA&MS:414(M+H) + . 


20 


o 

o- 


(2HCI) 


NMR5 1.35-1.59 (6H,m), 1.60-1 .73 (2H,m), 279-290 
(2H,m), 3203,32 (2H,m), 4.42 (2Hd.Js5.4Hz), 7.38-7.44 
(2H,m), 7.47-758 (4H,m), 8.038.11 (2H,m), 8.16 
(1Hd,J=8.8Hz), 8.79(2H,s), 9.41 (1H,s), 10.36 (1H, bi), 
10.83 (1Hs). 
FA&MS:442(M+Hf. 
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Ex 


Structuie(salt) 


DATA 


21 




(HCI) 


NMR:8 2.73-2.90 (2H,m) ,3.25(2H.d,J=12.3Hz), 
3.72-3.94 (4H,m), 4.00-4.60 (2H,m), 7.36-7.58 
(6H,m), 8.01-8.11 (2H,m), 8.15 (1H,d.J=8.8Hz), 
8.72-8.82 (2H,m), 9.41 (1H,s), 10.74-10.89 (2 
H,m). 

FABMS:430(M+H) + . 


22 


O^Me(P 
HN ' 


JL 

(HC 




NMR:8 1.69-1.84 (4H,m) ,2.08-2.20(1 H,m), 2.4 
8-2.72 (1H,m), 2.76-2.98 (1H,m), 3.06-3.30 (1 
H,m), 3.42-3.71 (1H,m), 3.30-4.60 (3H,m), 7.3 
8-7.58 (6H,m),. 8.00-8.30 (4H,m), 8.69 (1H,d,J= 
9.8Hz), 8.77 (1H,d,J=1.4Hz), 9.42 (1H,s), 10.6 
6-10.95 (2H,m). 
FAB-MS:471(M*Hf. 


23 


f 


(HCI) 


NMR:8 2.75 (3H,m) ,3.00-4.40 (10H,m), 7.40-7. 
58 (6H,m), 7.95-8.08 (2H,m), 8.15 (1H,d,J=8.8 
Hz), 8.49 (1H,brs), 8.73 (1H,s), 9.41 (1H,s), 10. 
68(1H,s). 
FABMS:443(M+H) + . 


24 


(HC 


;l) 


NMR:8 3.33-3.50 (2H,m), 3.54-3.80 (2H,m), 4.2 
5-4.40 (2H,m), 4.49 (2H,d,J=5.4Hz), 4.52 (2H, 
s), 6.82-6.92 (1H,m), 7.06-7.18 (1H,m), 7.38-7. 
57 (6H,m), 7.77-7.90 (1H,m), 8.03-8.12 (3H,m), 
8.16 (1H,d,J=8.8Hz), 8.78-8.88 (2H,m), 9.42 (1 
H.s), 10.86 (1H,s), 11.10 (1H,brs). 
r/\mvl5.0uo(lvHTl) . 


25 


Et' 


(HCI) 


NMR:8 0.99 (6H,t,J=7.3Hz) ,2.76-2.89 (2H,m), 
2.97-3.10 (2H,m), 4.43 (2H,d,J=5.3Hz), 7.42-7. 
59 (6H,m), 8.04-8.11 (2H,m), 8.15 (1H,d,J=8.8 
Hz), 8.74-8.81 (2H,m), 9.41 (1H,s), 10.30 (1H,b 
rs), 10.89 (1H,s). 
FABMS:416(NHH) + . 


26 


c 

MeO 


be 

(HC 


ii) 


NMR:8 1.00(3H,t,J=7.3Hz), 2.78-3.28 (7H,m), 
3.57-3.63 (2H,m), 4.44-4.60 (2H,m), 7.39-7.59 
(6H,m), 8.04-8.11 (2H,m), 8.15 (1 H,d,J=8.8Hz), 
8.76-8.81 (2H,m), 9.42 (1H,s), 10.44 (1H,brs), 
10.87 (1H,s). 
FABMS:446(M+H) + . 


27 


(HCI) 


NMR:8 1.01 (3H,t,J=7.3Hz) ,2.60-2.78(1 H,m), 
2.79-2.92 (1H,m), 4.20-4.60(4H,m), 7.35-7.62 
(11H,m), 8.04-8.11 (2H,m), 8.17 (1H,d,J=8.8H 
z), 8.73 (1H,d,J=1.4Hz), 8.80 (1H,d,J=1.9Hz), 
9.42 (1H,s), 10.66 (1H,brs), 10.90 (1H,s). 
FABMS:478(M»-H) + . 
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28 


| 

| MeO \^ 
! Nl 
j ivievj 


\\ H 
(HCI) 


SKK2-? 1 " 3 - 22 ( 10H . m ) .3.50-3.63(4H,m), 4. 
60 (2H,d,J=4.9Hz), 7.38-7.60 (6H,m), 8.04 (1H, 
dd,J=8.8. 1.9Hz), 8.11 (1H,dd,J=7.8, 2.0Hz), 8 
16 (1H,d,J=8.8Hz), 8.70-8.80 (2H,m), 9.42 (1H, 
s), 10.33 (1H,brs), 10.82 (1H,s). 
FABA/IS:476(M+H) + . 


29 


Me 

/ \ 


H 

(HBr) 


NMR:8 0.67-0.80 (3H,m), 0.91-1.03 (1H,m), 1.4 
0-1.78 (3H,m), 1.80-1.95 (1H,m), 2.18-2.30 (1 
H,m), 2.53-3.30 (2H,m), 4.33-4.60 (2H,m), 7.4 
0-7.44 (2H,m), 7.46-7.59 (5H,m), 7.97 (1H,dd,J 

o 8 ;!l, 1 : 9H2) ' 8 • 13 - 81 9 (2H,m), 8.57 (1H,s), 8.7 
3 (1H,d,J=2.0Hz), 9.43 (2H,s), 10.63-10.67 (1 
H,m). 

FABMS:442(M+H)*. 






30 


f 




NMR:8 0.70-0.86 (3H,m), 1.30-1.72 (5H,m), 2.5 
7-2.70 (1.5H,m), 2.88-3.04 (0.5H,m), 3.20-3.29 
(2H,m), 4.37-4.59 (2H,m), 7.39-7.60 (6H,m), 7. 
93 (1H,d,J=8.3Hz), 8.14-8.19 (2H,m), 8.50 (1H, 

51 ?AVJI H ' S) ' 9 21 (°- 8H .brs), 9.42 (1H,m), 9. 

52 (0.2H,brs), 10.63-10.67 (1H,m). 






(HBr) 


31 j 


Cl 

/ — <rMe 
^^Me 


(HBr) 


NMR:5 1.04-1.23 (7H,m), 1.33-1.80 (5H.m), 3.2 

^U 1 ££. m) « 341 " 3 - 56 (1H,m), 4.41 (1.1H.S), 
4.64 (0.9H.S), 7.43-7.64 (6H,m), 7.90-7.97 (1 

H, m) 8 10-8.19 (2H,m), 8.71 (1H,s), 8.47 (0.4 

I , b S~F 1 (1H,S >' 9 32 (0 6H,brs), 9.42 (1H, 
s), 10.68-10.77 (1H,m). 
FABMS:456(M+H) + . 


32 


Me 
Me 


Y^l H 
(HBr) 


NMR:5 0.63-0.80 (7H,m), 1.07-1.19 (0.2H,br) 
1.41-1.48 (0.2H,m). 1 58-1 67 (0 8H m\ 1 7ft-1 
91 (1.8H,br), 2.09-2.21 (2H,m), 2.87-2.94 (0.2 
H m), 3.02-3.16 (1.8H,m), 4.42 (1.8H,d,J=5.4H 
'H -4 - 61 (°- 2H .m), 7.40-7.45 (2H,m), 7.47- 
7-60 (4H,m), 7.91 (1H,dd,J=8.8, 2.0Hz), 8.14-8. 
2, 1 (2H m), 8.44-8.50 (1H,m), 8.70 (1H,d,J=2.0 
Hz), 8.32-8.46 (1.8H,m), 9.80 (0.2H,brs), 10.64 
(1H,s). 

FABMS:456(M+H) + . 


33 


o 

Or- 

iPr 


Y^l H 
(HBr) 


NWIK^ 0.92-1.24 (10H,m), 1.26-1.56 (3H,m), 1. 
62-1.74 (3H,brs), 1.81-1.91 (1H,m), 3.13-3.23 
CfVlSl 3 - 58 " 3 - 68 ( 1H ,m), 4.41-4.57 (2H.m), 7. 
4 o L 5( l ( ? H,m) " 7 - 50 " 7 - 6 2 (4H,m), 7.95 (1H,d,J 
=8 8Hz), 8.13-8.18 (2H,m), 8.36 (1H,s), 8.44 1 
H.brs) 8.72 (1H,d,J=1.9Hz), 9.42 (1H,s), 10.74 
(1H,S). 

FABMS:484(M+H) + . 
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34 


O 
O 


(HCI) 


NMR:5 1.24-1.32 (1H,m), 1.54-1.62 (3H,m), 1.7 
4-1.88 (2H,m), 2.48-2.52 (2H,m), 3.18-3.24 (2 
H,m), 4.37 (2H,d,J=5.4Hz), 7.28 (1H,d,J=8.8H 
2), 7.38-7.43 (2H,m), 7.46-7.57 (4H,m), 7.58-7. 
62 (1H,m), 7.87 (1H,s), 8.02 (1H,dd,H=7.8, 1.4 
Hz), 8.69-8.72 (1H,m), 10.11 (1H,brs), 10.66 (1 
H,s), 11.68 (1H,s) 
FA&MS:428(M+H) + . 


35 


HO v— 


(HCI) 


NMR:8 1.60-1.73 (2H,m), 2.50-2.63 (2H,m), 2.8 
6-3.02 (2H,m), 3.21-3.40 (2H,m), 4.44-4.74 (2 
H,m), 5.28-5.45 (1H,m), 7.00-7.61 (11H,m), 8.0 
1-8.19 (3H,m), 8.70-8.85 (2H,m), 9.42 (1H,s), 1 
0.40-10.72 (1H,m), 10.75-10.96 (1H,m). ! 
FABMS:520(M+h/. 


36 


C 
O 


(HCI) 


NMR:8 1.20-1.34 (1H,m), 1.52-1.63 (3H,m), 
1.73-1.89 (2H,m), 2.53-2.65 (2H,m), 3.17-3.24 
(2H,m), 4.37 (2H,d,J=4.9Hz), 6.02 (2H,s), 6.92 
(1H,d,J=8.3Hz), 7.36-7.42 (3H,m), 7.45-7.56 
(5H,m), 8.00 (1 H,d, J=8.3Hz), 8.70 (1 H,s), I 
10.14 (1H,brs), 10.52 (1H,s). 
FA&MS:41 5(M+H) + 


37 


c 


(2HBr) 


NMR:8 1.20-1.35 (1H,m), 1.54-1.67 (5H,m), 
2.52-2.69 (2H,m), 3.16-3.26 (2H.m), 4.41 
(2H,d, J=5.4Hz), 7.40-7.45 (2H,m), 7.49-7.60 
(4H,m), 7.78 (1H,brs), 8.12-8.27 (3H,m), 8.48 
(1H,s), 8.80 (1H, brs), 8.91 (1H,s), 9.10 (1H,s), 

/-At 1 1 V A M mm. Mm** " 

9.22 (1H,brs), 11.03 (1H,s). 
FA&MS:422(M+Hf. 


38 


Ol 
O- 


in h 

H 

(C0 2 H) 2 


NMR:5 1.30-1.40 (2H,m), 1.42-1.56 (4H,m), 3.3 
0-3.80 (6H,m), 7.09 (1H,d,J=7.7Hz), 7.40-7.52 
(7H,m), 7.85 (1H,d,J=2.0Hz), 7.94-8.00 (1H,m), 
8.15 (1H,brs), 10.38 (1H,s), 11.60 (1H,s). 
FABMS:428(M*Hf. 








39 


o- 


Tp*| H ^6 
(HCI) 


wvirvo i.^u-i.^o (iM,m;, 1.03-1.63 (3H,m), 1.7 
4-1.90 (2H,m), 2.54-2.66 (2H,m), 3.18-3.24 (2 
H.m), 3.33 (3H,s), 4.38 (2H,d,J=5.4Hz), 7.34 (1 
H,d,J=8.8Hz), 7.38-7.42 (2H,m), 7.46-7.57 (4H, 
m), 7.63 (1H,dd,J=8.8, 1.9Hz), 7.94 (1H,d,J=1. 
5Hz), 8.03 (1H,dd,J=8.8, 1.4Hz), 8.74 (1H,s), 1 
0.17 (1H,brs), 10.74 (1H,s). 
FABMS:442WW-|) + . 
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40 


o 

o 




NMR 8 1 20-1 35 (1Hm^ 1 53-1 65 (3H nrt 
1.72-1.88 (2H,m), 2.56-2.69 (2H,m), 3.19-3.25 
(2H,m), 4.39 (2H,d,J=5.4Hz), 7.38-7.44 (2H,m), 
7.47-7.58 (4H,m), 7.69 (1H,t,J=8.3Hz), 7.96- 
8.02 (1H,m), 8.04-8.11 (1H,m), 8.35 
(1H,d,J=7.8Hz), 8.71 (1H,s), 8.95 
(1H,d,J=2.0Hz), 9.96 (1H,brs), 11.11 (1H,s). 
FABMS:416(M+-H)* 


41 


c 

o 


(HBr) 


NMR:8 1.20-1.35 (1H,m), 1.52-1.66 (5H,m), 
2.55-2.68 (2H,m), 3.17-3.24 (2H,m), 4.39 j 
(2H,d,J=4.9Hz), 7.33 (1H,d,J=6.8Hz), 7.39-7.44 
(2H,m), 7.48-7.58 (4H,m), 7.61-7.66 (2H,m), 
8.04-8.09 (1H,m), 8.12-8.17 (1H,m), 8.34 
(1H,s), 8.43 (1H,s), 9.20 (1H,brs), 10.85 (1H,s). 
FABMS:459(MHH) + . 


42 


c 

O 




NMR:8 1.20-1.35 (1H,m), 1.56-1.64 (3H,m), 1.7 
2-1.86 (2H,m), 2.54-2.63 (2H,m), 2.68 (2H,t,J= 
5.4Hz), 3.09 (2H,t,J=5.4Hz), 3.18-3.24 (2H,m), 
4.37 (2H,d,J=5.4Hz), 7.38-7.45 (2H,m), 7.46-7. 
57 (4H,m), 7.59 (1 H,d,J=8.8Hz), 8.05 (1H,dd,J 
=8.8, 2.0Hz), 8.16 (1H,dd,J=8.8, 2.0Hz), 8.29 
(1H,d,J=1.9Hz), 8.71 (1H,d,J=1.4Hz), 10.06 (1 
H.brs), 10.82 (1H,s). 
FA&MS:425(M*Hf. 


43 


c 

o 


(HCI) 


NMR:8 1.20-1.33 (1H,m), 1.53-1.63 (3H,m), 1.7 
2-1.86 (2H,m), 2.54-2.63 (2H,m), 2.66-2.69 (2 
H,m), 3.17-3.24 (4H,m), 4.38 (2H,d,J=4.9Hz), 
7.389-7.43 (2H,m), 7.47-7.57 (6H,m), 7.87 (1H, 
d,J=7.3Hz), 8.07 (1H,dd,J=7.8, 1.4Hz), 8.74 (1 
H.s), 10.15 (1H,brs), 10.48 (1H,s). 
FABMS:425(M+Hf. 
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44 


(HCI) 


NMR:S 1.22-1.36 (1H,m), 1.55-1.66 (3H,m), 1.7~ 
7-1.92 (2H,m), 2.58-2.71 (2H,m), 3.19-3.27 (2 
H,m). 4.37 (2H,d,J=5.4Hz), 7.33-7.41 (2H,m), 
7.43-7.52 (3H,m), 8.03-8.09 (2H,m), 8.15 (1H, 
d,J=8.8Hz), 8.75-8.80 (1H,m), 9.41 (1H,s), 10.1 
3(1H,brs), 10.88 (1H,s). 
FAB-MS' 446 (M+Hf 


45 


(HCI) 


NMR:8 1.21-1.34 (1H,m), 1.53-1.63 (3H,m), 
1.76-1.90 (2H,m), 2.54-2.65 (2H,m), 3.19-3.25 
(2H,m), 4.38 (2H,d,J=4.9Hz). 6.37-6.41 (1H,m), 
7.28-7.57 (9H,m), 8.00-8.07 (1H,m), 8.21 
(1H,s), 8.74(1 H,s), 10.29 (1H,brs), 10.48 
(1H,s), 11.10 (1H,s). 
FAB-MS:410(MH)+. 


46 


(Free) 


NMR:8 1.27-1.38 (1H,m), 1.38-1.54 (5H,m), 
2.22 (4H,brs), 3.33-3.42 (2H,m), 7.23 
(1H,dd,J=7.5, 2.3Hz), 7.34-7.54 (7H,m), 7.84 
(1H,s), 7.88-7.96 (1H,m), 8.06 (1H,d,J=1.5Hz), 
8.15 (1H,s), 8.49 (1H,d,J=6.9Hz), 10.49 (1H,s). 
FAB-MS:411(M+Hf. 


47 


(HCI) 


NMR:8 1.21-1.35 (1H,m), 1.54-1.64 (3H,m), 
1.77-1.92 (2H,m), 2.56-2.68 (2H,m), 3.17-3.29 
(2H,m), 4.41 (2H,d,J=4.9Hz), 7.38-7.45 (2H,m), 
7.47-7.58 (4H,m), 8.05-8.15 (2H,m), 8.39-8.46 
(1H,m), 8.79-8.84 (2H,m), 8.86 (1H,d,J=2.0Hz), 
8.93 (1H,d,J=2.0Hz), 10.17 (1H,brs), 11.15 
(1H,s). 

FABMS:423(M+H) + . 


48 


(2HCI) 


NMR:8 1.20-1.36 (1H,m), 1.52-1.65 (3H,m), 1.7 
9-1.96 (2H,m), 2.55-2.70 (2H,m), 3.18-3.37 (8 
H,m), 4.39 (2H,d,J=5.3Hz), 7.37-7.63 (7H,m), 
7.85 (1H,s), 7.97-8.07 (2H,m). 8.86 (1H,d,J=1.5 
Hz), 10.14 (1H,brs), 11.50 (1H,s), 13.07 (1H, br 
s). 

FA&MS:415(M+H) + . 


49 


JPVl H Me 
(HCI) 


NMR.8 1.16-1.35 (1H,m), 1.50-1.66 (3H,m), 1.7 
4-1.97 (2H,m), 2.54-2.65 (2H,m), 2.77 (3H,s), 
2.85-2.97 (2H,m), 3.14-3.27 (2H,m), 3.33-3.42 
(2H,m), 4.37 (2H,d,J=4.4Hz), 7.09 (1H,d,J=8.3 
Hz), 7.27-7.60 (8H,m), 8.00 (1H,d,J=8.3Hz), 8. 
72 (1 H.s), 1 0.27 (1 H.brs), 1 0.46 (1 H,s). 
FA&MS:426(M+H) + . 


50 


(HCI) 


NMR:8 1.21-1.34 (1H,m), 1.52-1.64 (3H,m), 1.6 
5-1.83 (2H,m), 2.17 (3H,s), 2.55-2.60 (2H,m), 
3.06-3.28 (4H,m), 4.07-4.16 (2H,m), 4.36 (2H, 
d,J=4.8Hz), 7.20 (1H,d,J=8.3Hz), 7.37-7.57 (7 
H.m), 8.06 (1H,d,J=7.9Hz), 8.57 (2H,s), 9.93 (1 
H.brs), 10.45 (1H,s). 
FA&MS:454(M+H)*. 
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51 


O 
O 


V^l H h 

0 XX^ 0 

(HCI) 


NMR:8 1.20-1.35 (1H,m), 1.52-1.64 (3H,m), 
1.80-1.95 (2H,m), 2.53-2.66 (2H,m), 3.19-3.2 

5 (2H,m), 3.44 (2H, s) 4.37 (2H,d,J=5.4Hz), 
7.15-7.19 (1H,m), 7.38-7.41 (2H,m). 7.45-7.5 

6 (5H,m), 7.68 (1H,brs), 7.97-8.01 (1H,m), 8. 
78 (1H,s), 10.46 (2H,m), 10.62 (1H,s). 
FA&MS:426(M*Hf. 


52 


c 

0 


if*] H 

N CI 

(HCI) 


NMR(300MHz, DMSO-d e ):8 1.20-1.37 (1H,m), 
1.52-1.65 (3H,m), 1.77-1.95 (2H,m), 2.54-2.6 
9 (2H,m), 3.17-3.28 (2H,m), 4.39 (2H,d,J=5.1 
Hz), 7.38-7.60 (7H,m), 8.03 (1H,dd,J=8.1,1.7 
Hz), 8.43 (1H,dd,J=8.6,2.7Hz), 8.81 (1H,d,J= 

I. 5Hz), 9.02 (1H,d,J=2.6Hz), 10.16 (IH.brs), 

II. 10 (1H,s). 
FA&MS:406(M+H) + . 


53 


c 

0 


iPl H 

O I^N 
(HCI) 


NMR:8 1.20-1.32 (1H,m), 1.53-1.63 (3H,m), 
1.78-1.90 (2H,m), 2.58-2.63 (2H,m). 3.18-3.2 
6 (2H,m), 4.38 (2H,d,J=5.2Hz), 7.37-7.58 (6 
H,m), 7.94-7.98 (1H,m), 8.04 (1H,dd,J=7.8,1. 
5Hz), 8.11 (1H,d,J=2.3Hz), 8.35 (1H,d.J=5.3H 
z), 8.76 (1H,s), 10.02 (1H,brs), 11.26 (1H,s). 
FABMS:406(M+H) + . ' 


54 


0 


h 

0 li^n-s; 

H Me 

(HCI) 


NMR:8 1.20-1.36 (1H,m), 1.52-1.64 (3H,m), 
1.77-1.93 (2H,m), 2.54-2.68 <2H,m), 3.02(3H, 
s), 3.16-3.28 (2H,m), 4.38 (2H,d,J=4.8Hz), 7. 
34-7.57 (7H,m), 7.77 (1H,dd. J=8.8. 2.0Hz), 
7.96-8.05 (2H,m), 8.77 (1H,s), 9.50 (1H,s), 1 
0.20 (1H,brs), 10.89 (1H,s). 
FA&MS:482(M+H) + . 


55 


0 

0 


Y^l H H 
(HCI) 


NMR:8 1.20-1.35 (1H,m), 1.52-1.64 (3H,m), 
1.80-1.95 (2H,m), 2.53-2.66 (2H,m), 3.19-3.2 
4 (2H,m), 3.45 (2H, s.) 4.37 (2H,d,J=5.4Hz), 
7.28-7.32 (1H,m), 7.38-7.41 (2H,m), 7.45-7.5 
6 (5H,m), 7.84-7.85 (1H,m), 7.98-8.02 (1H, 
m), 8.74-8.77 (1H,m), 10.37 (1H,brs), 10.66 
(1H,s).10.69(1H,s). 
FABMS:458(M*H) + . 


56 


0 

0 


(free) 


NMR(CDCI 3 ):8 1.30-1.61 (6H,m), 2.20-2.50 (4 
H,m), 3.44 (2H,s), 5.09 (2H, brs), 6.86 (1H,s), 
7.21-7.62 (8H,m), 7.71 (1H,d,J=8.4Hz), 7.88 
(1H,d,J=8.3Hz), 8.19 (1H,dd,J=8.1, 1.8Hz), 8. 
51 (1H,d, J=1.6Hz). 
FABMS:438(M+H) + . 
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57 




JHCQ. 



NMR:8 1.20-1.35 (1H,m), 1.52-1.64 (3H,m), 1.7 
7-1.94 (2H,m), 2.53-2.68 (2H,m), 3.10-3.40 (2 
H,m), 4.39 (2H,d,J=4.9Hz), 6.77-6.85 (1H,m), 
7.24-7.58 (8H,m), 7.95 (1H,dd, J=8.8, 2.0Hz), 
8.03-8.13 (2H,m), 8.49 (1H,d,J=2.0Hz), 8.79 (1 
H,d,J=2.6Hz), 10.12 (1H,s), 10.29 (1H,brs), 10. 
78(1H,s). 
FABMS:437(M+H) + . 



58 




H l Y le 



JHCQ_ 



NMR:8 1.20-1.35 (1H,m), 1.52-1.64 (3H,m), 1.8 
0-1.95 (2H,m), 2.55-2.66 (2H,m), 3.19-3.26 (2 
H,m), 3.35 (3H,s), 3.52 (2H, s), 4.38 (2H,d,J=4. 
8Hz), 7.38-7.42 (3H,m), 7.46-7.56 (4H,m), 7.7 
4-7.79 (1H,m), 7.98-8.04 (2H,m), 8.78-8.82 (1 
H,m), 10.25 (1H,brs),. 10.80-1 0.81 (1H,m) 
FAB-MS: 472(M+H) + . 



59 




NH, 



(HCI) 



NMR:8 1.20-1.35 (1H,m), 1.52-1.64 (3H,m), 1.8 
0-1.95 (2H,m), 2.33 (3H,s), 2.54-2.64 (2H,m), 
3.17-3.26 (2H,m), 4.37 (2H,d,J=4.9Hz), 7.19-7. 
23 (1H,m), 7.36-7.42 (3H,m), 7.46-7.56 (4H,m), 
7.69 (1H,brs), 7.84-7.88 (1H,m), 7.98-8.02 (2 
H,m), 8.77 (1H,brs), 10.37 (1H,m), 10.66 (1H, 
s). 

FABMS:428(M+Hf 



60 




NMR:8 1.20-1.35 (1H,m), 1.52-1.64 (3H,m), 1.7 
6-1.90 (2H,m), 2.42-2.48 (2H,m), 2.54-2.64 (2 
H,m), 2.81-2.87 (2H,m), 3.17-3.24 (2H,m), 4.37 
(2H,d,J=5.4Hz), 7.12-7.15 (1H,m), 7.34-7.42 
(3H,m), 7.46-7.56 (4H,m), 7.64-7.66 (1H,m), 7. 
99-8.13 (1H,m), 8.71-8.74 (1H,m), 10.16 (1H, 
s), 10.34 (1H,brs), 10.55 (1H,s). 
FAB^S:440(M+H)* 



61 




NMR:5 1.27-1.52 (6H,m), 2.16-2.34 (4H,m), 3.3 
9 (2H,s), 7.11 (1H,dd,J=8.8, 1.9Hz), 7.22 (1H, d 
d, J=2.0Hz), 7.28-7.52 (8H,m), 7.75 (1H,d,J=7. 
8Hz), 7.83 (1H,d,J=8.8Hz), 8.06 (1H,d,J=7.9H 
z), 8.17 (1H,s), 9.75 (1H,s), 10.32 (1H,s). 
FA&MS:437(M+H) + . 



iHCI)_ 



62 




(2HCI) 



NMR:5 1.20-1.30 (1H,m), 1.54-1.64 (3H,m), 
1.84-1.97 (2H,m), 2.54-2.66 (2H,m), 3.16- 
3.28(2H,m), 4.39 (2H,d,J=5.4Hz), 5.00 
(2H,brs), 7.38-7.57 (7H,m), 7.87-8.93 (1H,m), 
8.00-8.05 (1H,m), 8.07-8.10 (1H, m), 8.42-8.45 
(1H,m), 8.82-8.87 (1H,m), 10.49 (1H,brs), 
10.68 (1H,s). 
FAB-MS:411(M+H) + . 
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DATA 


63 


(HCI) 


NMR:8 1.21-1.37 (1H,m), 1.50-1.66 (3H,m), 1.7" 
7-1.95 (2H,m), 2.55-2.67 (2H,m), 3.18-3.30 (2 
H,m), 3.28 (3H,s), 4.39 (2H,m), 4.65 (2H,s), 7.0 
1 (1H,d,J=8.8Hz), 7.38-7.58 (6H,m), 7.67 (1H,d 
d,J=8.6,2.0H2), 7.89 (1H,d,J=2.2Hz), 7.99-8.06 
(1H,m), 8.77-8.81 (1H,m), 10.24 (1H,brs), 10.6 
9(1H,s). 

FABMS:456(NH-Hf. 


64 


(HCI) ' 


NMR:5 1.20-1.35 (1H,m), 1.52-1.64 (3H,m), 1.7 
6-1.92 (2H,m), 2.54-2.65 (2H,m), 3.18-3.26 (2 
H,m), 4.38 (2H,d,J=5.4Hz), 7.38-7.42 (2H,m), 
7.46-7.56 (5H,m), 7.65-7.70 (1H,m), 7.80-7.86 
(2H,m), 8.77 (1H,s), 10.32 (1H,s), 10.76 (1H, 
s), 11.96 (1H,brs). 
FA&MS:444(M*H)*. 


65 


(HCI) 


NMR:8 1.20-1.35 (1H.m), 1.52-1.65 (3H,m), 1.8 
0-1.95 (2H,m), 2.56-2.66 (2H,m), 3.20-3.26 (2 
H,m), 3.40 (3H,s), 4.39 (2H,d,J=5.4Hz), 7.38-7. 
42 (2H,m), 7.46-7.56 (4H,m), 7.60-7.64 (1H,m), 
7.80-7.86 (1H,m), 8.01-8.05 (1H,m). 8.07-8.10 
(1H,m), 8.80-8.82 (1H,m), 10.29 (1H,s), 10.86 
(1H,s). 

^/^D^o.4oo(M+^p . 


66 


(HCI) 


NMR:8 1.22-1.33 (1H,m), 1.54-1.62 (3H,m), 
1.73-1.88 (2H,m), 2.55-2.65 (2H,m), 3.18- 
3.24(2H,m), 4.38 (2H,d,J=4.9Hz), 7.36-7.43 
(3H,m), 7.48-7.61 (7H,m), 8.10-8.05(2H,m), 
8.56(1 H,s),8.74(1H, s), 10.19 (1H,brs), 10.92 
(1H,s). 

FAB-MS:450(M+H)*. 


67 


H 

(HCI) 


NMR:8 1.21-1.34 (1H,m), 1.52-1.64 (3H,m), 

1.75-1.92 (2H,m), 2.53-2.65 (2H,m) 

. 3.16-3.26(2H,m), 4.38 (2H,d, J=5.4Hz), 6.39- 

6.43 (1H.m). 7.32-7.61 (9H,m), 8.01-8.06 

(1H,m), 8.15 (1H,s), 8.75(1H,s), 10.32 (1H,bre), 

10.41 (1H,s), 11.07 (1H,s). 

FAB-MS:410(M+H) + . 


68 


H 

(2HCI) 


NMR:8 1.21-1.34 (1H,m), 1.56-1.62 (3H.m), 
1.80-1.96 (2H,m), 2.58-2.68 (2H,m), 3.10- 
3.70(4H,m), 4.34-4.44 (2H,m), 7.38-7.58 
(6H,m), 7.82-7.88 (1H, m), 8.00-8.25 (2H,m), 
8.67 (1H,s), 8.84-8.90 (1H.m), 9.46-9.53 
(1H,m), 10.38 (1H,brs), 11.06 (1H,s). 
FAB-MS:411(M+H) + . 
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DATA 


69 


J^V^i) H 0=£=0 
(HCI) 


NMR:5 1.19-1.35 (1H,m), 1.52-1.63 (3H,m), 1.7 
2-1.89 (2H,m), 2.55-2.63 (2H,m), 3,02 (3H,s), 
3.07-3.11 (2H,m), 3.18-3.22 (2H,m), 3.92-4.00 
(2H,m), 4.37 (2H,d,J=4.9Hz), 7.24 (1H,d,J=8.3 
Hz), 7.36-7.59 (7H,m), 8.00 (1H,s), 8.04 (1H,d 
d,J=8.3,1.5Hz), 8.70(1H,s), 10.19 (1H,brs), 10. 
62(1H,s). 
fi^B-MS:490(M+Hf. 


70 


JHn h h 

(HCI) 


NMR:5 1.19-1.36 (1H,m), 1.51-1.64 (3H,m), 1.7 
9-1.96 (2H,m), 2.54-2.66 (2H,m), 3.14-3.24 (4 
H.m), 3.71-3.75 (2H,m), 4.38 (2H,d,J=4.8Hz), 
7.39-7.56 (7H,m), 7.90 (1H,d,J=8.3Hz), 8.02 (1 
H,dd,J=7.8,1.5Hz), 8.14 (1H,s), 8.81 (1H,s), 10. 
32 (1H,brs), 10.90 (1H,s). 
FABMS:412(M+Hf. 


71 


h 

° N N' Me 
Me 

\l 1 WW/ 


NMR(CDCI 3 ):8 1.20-1.38 (1H,m), 1.55-1.85 (3 
H.m), 2.08-2.55 (4H,m), 3.35-3.52 (8H,m), 4.49 
(2H,d,J=5.1Hz), 6.77 (1H,d,J=9.6Hz), 7.25-7.5 
5 (5H,m), 8.02 (1H,dd,J=8.1, 1.5Hz), 8.57 (1H, 
dd,J=9.5, 2.2Hz), 8.91 (1H,s), 9.16 (1H,d,J=2.2 
Hz), 10.50-10.72 (2H,m). 
FABMS:415(M+Hf. 


72 


H 


NMR:5 1.20-1.33 (1H,m), 1.53-1.64 (3H,m), 
1.80-1.95 (2H,m), 2.55-2.68 (2H,m), 3.18- 
3.30(2H,m), 4.40 (2H,d,J=5.4Hz), 4.70 
(2H,brs), 7.38-7.58 (6H,m), 7.94-8.17 (3H,m), 
8.63 (1H,s), 8.82-8.86(1 H,m), 10.37 (1H,brs), 
10.93 (1H,s). 
FAB-MS:412(M+H)*. 


73 


H Ho 
(HCI) 


NMR:5 1.20-1.35 (1H,m), 1.53-1.63 (3H,m), 1.7 
5-1.90 (2H,m), 2.05-2.20 (4H,m), 2.54-2.70 (4 
H,m), 3.15-3.26 (2H,m), 4.37 (2H,d,J=5.3Hz), 
7.21-7.24 (1H,m), 7.38-7.42 (2H,m), 7.46-7.56 
(4H,m), 7.58-7.62 (1H,m), 7.68-7.72 (1H,m), 7. 
99-8.03 (1H,m), 8.70-8.72 (1H,m), 9.60 (1H,s), 
10.23 (1H,s), 10.61 (1H, s). 
FABMS:454(M+H)*. 


74 


<> x Srco 

(HCI) 


NMR:5 1.20-1.35 (1H,m), 1.53-1.63 (3H,m), 1.8 
0-1.95 (2H,m), 2.00-2.10 (2H,m), 2.14-2.22 (2 
H.m), 2.55-2.66 (4H,m), 3.18-3.25 (5H,m), 4.37 
(2H,d,J=4.9Hz), 7.23-7.27 (1H,m), 7.38-7.42 
(2H,m), 7.46-7.56 (4H,m), 7.75-7.80 (1H,m), 7. 
95-7.97 (1H,m), 8.00-8.04 (1H,m), 8.79 (1H.br 
s), 10.27 (1H,s), 10.72 (1H,s). 
FABMS:468(M+H)*. 
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Ex 


Sta»cture(salt) 


UnlM 


75 


o 


s Me 


NMR:5 1.20-1.35 (1H,m), 1.52-1.65 (3H,m), 1.8 
0-1.95 (2H,m), 2.54-2.66 (2H,m), 3.15-3.30 (8 
H,m), 4.39 (2H,d,J=4.9Hz), 7.38-7.42 (2H,m), 
7.46-7.56 (4H,m), 7.74-7.84 (2H,m), 8.00-8.04 
(1H,m), 8.22-8.30 (1H,m), 8.76-8.84 (1H,m), 1 
0.31 (1H,s), 10.79 (1H,s). 
FA&MS:471(M*H) + . 


76 


0 

o 


Sn h 

NH 2 


NMR:8 1.30-1.39 (2H,m), 1.42-1.51 (4H,m), 2.1 
9-2.30 (4H,m), 3.38 (2H,s), 3.86 (3H,s), 6.75 (1 
H,dd,J=8.8, 2.4Hz), 7.38-7.49 (6H,m), 7.65 (1 
H,s), 7.85-7.89 (1H,m), 7.91 (1H,d,J=8.8Hz), 8. 
13 (1H,d,J=1.5Hz), 8.27 (1H,s), 8.45 (1H,d,J=2. 
5Hz), 13.48 (1H,s). 
FABMS:444(M+H). 


77 


c 

o 


NH 2 

(free) 


NMR:8 1.29-1.39 (2H,m), 1.39-1.49 (4H,m), 2.1 
7-2.28 (4H,m), 3.39 (2H,s), 7.37-7.54 (8H,m), 
7.75-7.82 (2H,m), 7.93 (1 H,d, J=7.9Hz), 8.01 (1 
H.d,J=1.9Hz), 8.07 (1H,s), 10.52 (1H,s). 
FA&MS:448(M+H) + . 


78 


D 

o- 


V^*| H Me 


NMR:8 1.20-1.35 (1H,m), 1.52-1.64 (3H,m), 1.7 
6-1.92 (2H,m), 2.52-2.65 (4H,m), 2.80-2.87 (2 
H,m), 3.12-3.25 (5H,m), 4.38 (2H,d,J=4.9Hz), 
7.18-7.22 (1H,m), 7.36-7.42 (2H,m), 7.44-7.56 
(4H,m), 7.62-7.68 (1H,m), 7.78 (1H,s), 8.00-8.0 
6 (1H,m), 8.74 (1H, s), 10.14 (1H,brs), 10.64 (1 
H,s). 

FABMS:454(MHH) + . 


79 


o 

o- 


Y^l H Me 
(HCI) 


NMR:5 1.20-1.35 (1H,m), 1.52-1.64 (3H,m), 1.8 
0-1.96 (2H,m), 2.54-2.66 (2H,m), 3.12 (3H,s), 
3.18-3.26 (2H,m), 3.57 (2H,s) 4.39 (2H,d,J=4.9 
Hz), 7.20-7.26 (1H,m), 7.36-7.42 (2H,m), 7.46- 
7.56 (4H,m), 7.58-7.62 (1H,m), 7.70-7.74 (1H, 
m), 7.98-8.05 (1H,m), 8.77-8.82 (1H,m), 10.36 
(1H,s), 10.69 (1H,s). 
FABMS:440(M+Hf. 


80 




(HCI) 


rvivirc.o i.^u- i.oo ^in,m;, l.o2-l.o4 (3H,m), 1.8 
0-1.95 (2H,m), 2.54-2.66 (2H,m), 3.18-3.26 (2 
H,m), 3.77 (3H,s) 4.38 (2H,d,J=4.9Hz), 6.39 (1 
H,d,J=2.9Hz), 7.28-7.30 (1H,m), 7.38-7.42 (2H, 
m), 7.46-7.60 (6H,m), 8.01-8.06 (1H,m), 8.20 
(1H,s), 8.80 (1H,s), 10.39 (1H,brs), 10.57 (1H, 
s). 

FA&MS:424(M*H) + . 



[0 0 5 0] 
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Be 


Structure(salt) 


DATA 


81 


O 

o 


H Me 
Me Me 

(HCI) 


NMR:8 1.28 (7H,brs), 1.52-1.64 (3H,m), 1.80-1. 
95 (2H,m), 2.54-2.66 (2H,m), 3.14 (3H,s), 3.18- 
3.26 (2H,m), 4.38 (2H,d,J=5.3Hz), 7.30-7.34 (1 
H,m), 7.38-7.42 (2H,m), 7.46-7.56 (4H,m), 7.5 
8-7.64 (1H,m), 7.63 (1H,m), 8.00-8.04 (1H,m), 
8.81 (1H,s), 10.38 (1H,brs), 10.69 (1H,s). 
FA&MS:468(M+H) + . 


82 


c 

o 


>k^^ O^NH, 

o K^ C] 

(HCI) 


NMR:8 1.18-1.33 (1H,m), 1.52-1.67 (5H,m), 2.5 
3-2.65 (2H,m), 3.14-3.20 (2H,m), 4.37(2H,d,J= 
4.9Hz), 7.40-7.46 (2H,m), 7.47-7.59 (4H,m), 7. 
67-7.72 (1H,m), 7.97-8.01 (2H,m), 8.03 (1H,d,J 
=2.5Hz), 8.40-8.44 (1H,m), 8.57 (1H,s), 8.71 (1 
H,d,J=9.3Hz), 9.72 (1H,brs), 12.95 (1H,s). 
FA&MS:448(M+H) + . 


83 


o 


S u 1 H H 

° ^<Ae 
(HCI) 


NMR:8 1.20-1.34 (1H,m), 1.42 (3H,d,J=6.8Hz), 
1.53-1.62 (3H,m), 1.71-1.86 (2H,m), 2.53-2.65 
(2H,m), 3.14-3.24 (2H,m), 4.37 (2H,d,J=5.4Hz), 
4.63 (1H,q,J=6.9Hz), 6.95 (1H,d,J=8.3Hz), 7.3 
4-7.42 (3H,m), 7.45-7.57 (4H,m), 7.68 (1H,d,J= 
2.4Hz), 7.99-8.05 (1H,m), 8.65 (1H,s), 10.08 (1 
H.brs), 10.52 (1H,s,), 10.75 (1H,s). 
FA&MS:456(M+H) + . 


84 




S fl "l H H 

O Ksf^r.^Me 
U Me 

(HCI) 


NMR:8 1.21-1.35 (1H,m), 1.40 (6H,s), 1.52-1.6 
3 (3H,m), 1.74-1.91 (2H,m), 2.54-2.65 (2H,m), 
3.15-3.26 (2H,m), 4.37 (2H,d,J=5.4Hz), 6.93 (1 
H,d,J=8.3Hz), 7.34-7.43 (3H.m), 7.45-7.57 (4H, 
m), 7.68-7.72 (1H,m), 7.98-8.03 (1H,s), 8.68-8. 
73 (1H,m), 10.26 (1H,brs), 10.55 (1H,s), 10.70 
(1H,s). 

R\BMS:470(M+H) + . 


85 


o 


Y^l H M e 
(HCI) 


NMR:8 1.20-1.34 (1H.m). 1.44 (3H d J=6 8Hz) 
1.52-1.63 (3H,m), 1.77-1.92 (2H,m), 2.54-2.67 
(2H,m), 3.18-3.25 (2H,m), 3.28 (3H,m), 4.38 (2 
H,d,J=5.4Hz), 4.71 (1H,q,J=6.6Hz), 7.02 (1H,d 
J=6.8Hz), 7.40 (2H,d,J=7.3Hz), 7.45-7.57 (4H, 
m), 7.62-7.67 (1H,m), 7.86 (1H,d,J=1.9Hz), 8.0 
3 (1H,d,J=8.8Hz), 8.75 (1H,s.) 10.15 (IH.brs). 
10.65 (1H,s). 
FAB-MS:470(M+H)*. 


86 


a- 


H Me 

O KifiL Q ^-Me 
Me 

(HCI) 


NMR:8 1.22-1.34 (1H,m), 1.42 (6H,s), 1.52-1.6 
4 (3H,m), 1.78-1.94 (2H,m), 2.55-2.67 (2H,m), 
3.17-3.26 (2H,m), 3.29 (3H,s), 4.38 (2H,d.J=4.9 
Hz), 6.99 (1H,d,J=8.8Hz), 7.37-7.43 (2H,m), 7. 
45-7.57 (4H,m), 7.63-7.69 (1H,m), 7.86 (1H,d,J 
=1.9Hz), 7.98-8.05 (1H,m), 8.78 (1H,s), 10.23 
(1H,brs), 10.66 (1H,s). 
FA&MS:484(M+H) + . 
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87 


0 

\_y N 


Me Me 

(HCI) 


NMR:5 1.25 (7H,brs), 1.52-1.64 (3H,m), 1.78-1. 
92 (2H,m), 2.53-2.66 (2H,m), 3.18-3.25 (2H,m), 
4.38 (2H,d,J=5.4Hz) I 7.22-7.26 (1H,m), 7.38-7. 
42 (2H,m), 7.46-7.57 (5H,m), 7.65-7.66 (1H,m), 
7.98-8.03 (1H,m), 8.73-8.75 (1H,s), 10.32 (1H, 
brs), 10.40 (1H,s), 10.58 (1H,s). 
R\BMS:454(M+H) + . 


88 


0 

o 


H 

(2HCI) 


NMR:5 1.20-1.36 (1H,m), 1.50-1.65 (3H,m), 1.7 
8-1.96 (2H,m), 2.55-2.69 (2H,m), 2.98 (3H,s), 
3.15-3.28 (2H,m), 4.38 (2H,d,J=5.4H2), 7.36-7. 
58 (6H,m), 8.02 (1H,dd,J=7.8, 1.5Hz), 8.44 (1 
H,s). 8.64 (1H,d,J=3.5Hz), 8.81 (1H,d,J=1.5H 
z), 10.15 (1H,brs), 10.92 (1H,s). 
FA&MS:435(M+H) + . 






89 


Cl 

o 


Y^*l H H 

Me 

(HCI) 


NMR:6 1.07 (6H,s), 1.20-1.35 (1H,m), 1.53-1.6 
2 (3H,m), 1.74-1.88 (2H,m), 2.53-2.65 (2H,m), 
2.72 (2H,s), 3.18-3.25 (2H,m), 4.38 (2H,d,J=5.4 
Hz), 7.10-7.15 (1H,m), 7.33-7.42 (3H,m), 7.46- 
7.57 (4H,m), 7.61-7.63 (1H,m), 7.98-8.04 (1H, 
m), 8.68-8.70 (1H,m), 10.10 (1H,brs), 10.24 (1 
H,s), 10.53 <1H,s). 
Fft&MS:468{MfH) + . 


90 


o 

o 


H F P 
H 

(HCI) : 


NMR:8 1.21-1.36 (1H,m), 1.54-1.64 (3H,m), 1.7 
6-1.92 (2H,m), 2.56-2.66 (2H,m), 3.19-3.26 (2 
H,m), 4.38 (2H,d,J=5.4Hz), 7.02-7.07 (1H,m), 
7.38-7.57 (6H,m), 8.02 (1H,dd,J=8.1, 2.0Hz), 8. 
05-8.11 (1H,m), 8.28 (1H,d,J=1.5Hz), 8.78 (1H, 
d,J=1.5Hz), 10.18 (IH.brs), 10.84 (1H,s), 11.23 
(1H,brs). 

FAB-MS:462(M+H) + . 


91 


c 


(HCI) 


NMR:8 1.80-2.38 (4H,m), 2.40-2.48 (2H,m), 2.6 
5-2.90 (4H,m), 3.18-3.32 (2H,m), 4.36-4.50 (2 
H,m), 4.60-5.02 (1H,m), 7.10-7.17 (1H,m). 7.3 
2-7.37 (1H,m), 7.38-7.42 (2H,m), 7.46-7.56 (4 
H,m), 7.60-7.64 (IH.m), 8.00-8.04 (1H,m), 8.6 
2-8.67 (1H,m), 10.17 (1H,s), 10.04-10.53 (2H, 
m). 

FAB-MS •4^ftfli/U44Y f 


92 


c 


(HCI) 


NMR:8 1.88-2.34 (4H,m), 2.52-2.58 (2H,m), 2.7 
2-2.88 (4H,m), 3.24-3.27 (5H,m), 4.38-4.49 (2 
H,m), 4.60-5.20 (1H,m), 7.18-7.23 (1H,m), 7.3 
8-7.42 (2H,m), 7.46-7.56 (4H,m), 7.62-7.68 (1 
H.m), 7.74-7.78 (1H,m), 8.01-8.06 (1H,m), 8.6 
5-8.70 (1H,m), 10.34 (1H,s), 10.59 (1H,s). 
ESI-MS:472(M+H) . 
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93 



94 




H H 



(HCI) 



NMR:8 1.50-1.80 (2H,br), 1.80-2.10 (2H,br), 2.4 
2-2.48 (2H,m), 2.52-2.55 (1H,m), 2.80-2.2.88 
(3H,m), 3.85-4.75 (4H,br), 7.10-7.17 (1H,m), 7. 
28-7.33 (1H,m), 7.40-7.55 (8H,m), 7.98-8.08 (1 
H,m), 8.51 (1H,br), 10.18 (1H,s), 10.42 (1H,br 

S) - 

FABMS:476(M*H) + . 




H 



lyie 



(HCI) 



NMR:6 1.50-2.25 (4H,br), 2.2.52-2.56 (4H,m), 
2.82-2.86 (2H,m), 3.22-3.75 (5H,m), 4.20-5.00 
(2H,br), 7.17-7.23 (1H,m), 7.41-7.57 (6H,m), 7. 
58-7.62 (iH.m), 7.74 (1H,s), 8.02-8.09 (1H,m), 
8.50-8.80 (1H,br), 10.59 (1H,brs), 10.80-11.20 
(1H,br). 

FA&MS:490(M*HT. 



95 




fxx 



N N 
Et 



Et 



NMR:8 1.11 (6H,t,J=6.9Hz), 1.30-1.50 (2H, m), 
1.50-1.64 (4H,m), 2.55-3.00 (4H,m), 3.49 (4H, 
q, J=14.2, 6.9Hz), 4.20 (2H,brs), 6.62 (1H,d,J= 
9.3Hz), 7.37-7.56 (6H,m), 7.84 (1H,dd,J=9.3, 2. 
9Hz), 8.06 (1H,dd,J=7.9, 1.5Hz), 8.39 (1H,s), 8. 
42 (1H,d,J=2.5Hz), 10.22 (1H,s). 
FABMS:443(M+H). 



2(CQ 2 H) 2 



96 



97 




NMR:8 1.20-1.65 (12H,m), 2.48-2.85 (4H,m), 3. 
44-3.52 (4H,m), 4.02 (2H,s), 6.85 (1 H,d, J=9.2H 
z), 7.38-7.55 (6H,m), 7.89 (1H,dd,J=8.8, 2.5H 
z), 8.00-8.07 (1H,m), 8.28 (1H,s), 8.47 (1H,d,J= 
2.9Hz), 10.25 (1H,s). 
FA&MS:455(M*H) + . 




NMR:8 1.30-1.59 (6H,m), 2.48-2.75 (4H,m), 3.8 
3-4.06 (5H,m), 6.87 (1 H,d,J=8.8Hz), 7.37-7.55 
(6H,m), 8.01-8.11 (2H,m), 8.28 (1H,s), 8.56 (1 
H,d,J=2.9Hz), 10.43 (1H,m). 
FABMS:402(M+H) + . 



N OMe 



(CQ 2 H) 2 



98 




O ^ N .Me 
H 



NMR:8 1.30-1.47 (2H,m), 1.47-1.62 (4H,m), 2.5 
5-2.81 (7H,m), 3.50-4.70 (2H,m), 6.50 (1H,d,J= 
8.8Hz), 7.37-7.56 (6H,m), 7.76 (1H,dd,J=8.8, 2. 
4Hz), 8.04 (1H,d,J=7.8Hz), 8.31 (1H,s), 8.35 (1 
H,d,J=2.4Hz), 10.17 (1H,s). 
FABMS:401(M+H)r. 



(CQ 2 H) 2 



99 




ES^S:411p*Hf. 



"TX> 



(free) 
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100 


(HCI) 


NMR:S 1.60-2.05 (4H,m), 2.18-2.90 (3H,m), 3.0 
8-3.38 (2H,m), 4.34-4.46 (2H,m), 6.86 (1H,brs), 
7.24-7.58 (7H,m), 8.04-8.18 (3H,m), 8.76-8.81 
(2H,m), 9.41 (1H,s), 10.17-10.52 (1H,m), 10.89 
(1H,s). 

FAR-M <s -£7 1 /fl/U4-h + 
i <r\Dn VIO .*+ / 1 ^IVPTTJ . 


101 




NMR:5 0.98-1.36 (5H,m), 1.50-1.60 (1H,m), 1.6 
2-1.73 (2H,m), 1.82-1.92 (2H,m), 2.80-2.95 (1 
H,m), 4.17-4.26 (2H,m), 7.44-7.58 (6H,m), 8.0 
0-8.18 (3H,m), 8.67-8.79 (2H,m), 9.22 (2H,brs), 
9.41 (1H,s), 10.81 (1H,brs). 
FAB-MS:442(IYWH) + . 


102 


(HCI) 


NMR:5 0.81 (3H,d,J=6.8H2), 1.17 (3H,d,J=6.8H 
z), 2.95-3.85 (8H,m), 4.45-4.59 (2H,m), 7.42-7. 
60 (6H,m), 8.01-8.18 (3H,m), 8.67-8.79 (2H,m), 
9.41 (1H,s), 9.74(1H,brs), 10.90 (1H,brs). 
FABMS:460(M+H) + . 


103 


(2HCI) 


NMR:5 1.48-2.14 (4H,m), 2.60-2.86 (2H,m), 3.0 
2-3.90 (2H,m), 4.26-4.45 (3H,m), 4.45-4.59 (2 
H,m), 7.36-7.58 (6H,m), 8.02-8.18 (3H,m), 8.7 
7-8.88 (2H,m), 9.42 (1H,s), 10.32-10.53 (1H, 
m), 10.87-10.94 f1H 
FABMS:444(M+Hf. 


104 


Et-N ^ JLJL K 

(2HCI) 


NMR:8 0.90-1.09 (6H,m), 1.33-1.70 (2H,m),1.7 
2-2.10 (2H,m), 2.65-3.02 (3H,m), 3.12-3.34 (6 
H,m), 4.34-4.51 (2H,m), 7.36-7.60 (6H,m), 8.0 
1-8.18 (3H,m), 8.74-8.84 (2H,m), 9.42 (1H,s), 1 
0.28(1Hbrs) 10 88MHs^ 
FABMS:527<MH-0* 


105 


(2HCI) 


NMR:8 1.73-2.14 (4H,m), 2.60-2.80 (2H,m), 3.0 
6-3.52 (6H,m), 4.38-4.45 (2H,m), 7.37-7.58 (6 
H,m), 8.02-8.18 (3H,m), 8.78-8.85 (2H,m), 9.41 
(1H,s), 10.50 (1H,brs), 10.86-10.92 (1H,m). 
FABMS-458<M+ffl + 


106 


Me v^Sr^i h 

(2HCI) 


NMR:8 1.11-2.00 (4H,m), 2.48-2.85 (2H,m), 3.0 
2-3.58 (6H,m), 4.25-4.58 (2H,m), 7.38-7.59 (6 
H,m), 7.92-8.22 (3H,m), 8.62-8.84 (2H,m), 9.4 
0-9.43 (1H,m), 10.56 (1H,brs), 10.73-10.88 (1 
H,m). 

FAB^WS:458(MfH) + . 


107 


(free) 


NMR(CDCI 3 ):8 1.10-1.91 (10H,m), 2.37-3.20 (9 
H,m), 3.36-3.54 (2H,m), 7.27-7.47 (6H,m), 7.8 
4-7.97 (3H,m), 8.12 (1H,d,J=1.8Hz), 8.48 (1H, 
s), 8.74-9.03 (2H,m). 
FA&MS:511(M+H)*. 



[0 0 5 4] 



tBiE#2 0 0 4-3.0 6 1 5 3 4 
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[£2 4] 



Ex 


Structure(salt) 


DATA 


108 


(2HCI) 


NMR:8 1.30-2.45 (10H,m), 2.70-3.52 (9H,m), 4. 
35-4.63 (2H,m), 7.38-7.59 (6H,m), 8.03-8.18 (3 
H,m), 8.74-8.86 (2H,m), 9.42 (1H,s), 10.65-10. 
98(2H,m). 
FAB-MS-511fM+HY" 


109 


(HCI) 


NMR:8 2.85-3.00 (2H,m), 3.34-3.50 (4H,m), 3.6 
5-3.75 (2H,m), 4.50-4.60 (2H.m), 7.06 (1H,dd,J 
=7.8, 4.4Hz), 7.40-7.58 (6H,m), 7.82 (1H,dd,J= 
7.8, 1.4Hz), 8.02-8.24 (4H,m), 8.75-8.82 (2H, 
m), 9.41 (1H,s), 10.73 (1H,brs), 10.85 (1H,s). 
FA&MS:540(M+H) . 


110 


(2HCI) 


NMR:8 1.89-2.40 (4H,m), 2.70-2.90 (2H,m), 3.1 
7-3.40 (2H,m), 4.38-4.52 (2H,m), 4.58-5.04 (1 
H,m), 7.36-7.58 (6H,m), 8.01-8.18 (3H,m), 8.7 
6-8.86 (2H,m), 9.42 (1H,s), 10.68 (1H,brs), 10. 
83-10.92 (1H,m). 
FAB-MS:446(MHH)* 


111 




NMR:8 1.55-2.10 (4H,m), 2.46-5.00 (6H,m), 7.4 
0-7.58 (6H,m), 7.94-8.18 (3H,m), 8.48-8.79 (2 
H,m), 9.41 (1H,s), 10.79 (2H,brs). 
FA&MS:464{lVW-0 + . 


112 


(HCI) 


NMR:5 1.20-1.35 (1H,m), 1.53-1.65 (3H,m), 1.7 
8-1.94 (2H,m), 2.55-2.67 (2H,m), 3.15-3.25 (2 
H,m), 3.43 (3H,s), 4.38 (2H,d,J=5.4Hz), 4.80 (2 
H.s), 7.38-7.42 (2H,m), 7.46-7.57 (4H,m), 7.88- 
7.92 (1H,m), 8.03-8.12 (2H,m), 8.26 (1H,s), 8.8 
1 (1H,s), 10.08 (1H,brs), 11.17 (1H,s). 
FABMS:504(M*H) + . 


113 


o=s=o 

NH 2 

(HCI) 


NMR:8 1.21-1.35 (1H,m), 1.55-1.65 (3H,m), 
1.74-1.91 (2H,m), 2.56-2.68 (2H,m), 3.20- 
3.28(2H,m), 4.40 (2H,d,J=4.9Hz), 7.40-7.67 
(9H,m), 8.02-8.22 (4H,m), 8.58-8.80 (3H,m), 
10.11 (1H,brs), 10.96 (1H,s). 
FAB-MS:500(M*H) + . 


114 


(HCI) 


NMR:8 1.20-1.35 (1H,m), 1.52-1.64 (3H,m), 1.7 
2-1.86 (3H,m), 2.31-2.40 (1H,m), 2.57-2.62 (2 
H.m), 2.64-2.73 (1H,m), 2.84-2.92 (1H,m), 3.1 
6-3.24 (2H,m), 4.37 (2H,d,J=4.9Hz), 5.04 (1H,t, 
J=6.4Hz), 5.27 (IH.brs), 7.20 (1H,d,J=8.3Hz), 
7.37-7.42 (2H,m), 7.45-7.56 (4H,m), 7.69 (1H,d 
d,J=8.8, 2.0Hz), 7.94 (1H,s), 8.03 (1H,dd,J=8. 
8, 2.0Hz), 8.66 (1H,s), 10.11 (IH.brs), 10.50 (1 
H.s). 

FA&MS:427(M*Hf. 
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